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Abstract (Basic) : WO 9808847 A 

Substituted 6, 5-hetero-bi : cyclic derivatives of formula (I) and 
their salts are new. A = N or CR7; B = NR1R2, CR1R2R10, C (=CR2R11) Rl, 
NHCR1R2R10, OCR1R2R10, SCR1R2R10, CR2R10NHR1, CR2R10OR1, CR2R10SR1 or 
COR2; J, K = C or N (both J and K are not N) ; D, E = N, CR4, CO, CS, S, 
O, CR4R6 or NR8; G = N or C; DEGKJ = ring (optionally with 1-3 
heteroatoms and optionally 1-2 CO or CS); Rl = 1-6C alkyl (optionally 
substituted); R2 = e.g. 1-12C alkyl (optionally substituted); or NR1R2, 
CR1R2R10 = e.g. 3-8 membered ring; R3 =.e.g. H, 1-4C alkyl, 0(1-4C 
alkyl), CI, F, Br or I; R4 = e.g. H, 1-6C alkyl, F, CI, Br, I, OH, CN, 
NH2, (1-2C alkylene)OH, CF3, CH2SCH3 or N02; R6 = H, Me or Et; R8 = H 
or 1-4C alkyl; R5 = phenyl, pyridyl, pyrazinyl, pyrimidyl or 
pyridazinyl (substituted by e.g. 1-3 F, CI, 1-6C alkyl, 0(1-6C alkyl) 
and by 1 Br, I, formyl, OH, (1-4C alkylene)OH, (1-4C alkylene) O (1-2C 
alkyl) or CN; R7 = e.g. H, 1-4C alkyl, halo, OH or 0(1-4C alkyl); R10 - 
H, OH, methoxy or F; and Rll = H or 1-4C alkyl; with provisos. 

USE - (I) are used to treat, prevent and inhibit a disorder which 
is effected or facilitated by antagonising corticotrophin releasing 
factor (CRF) or an inflammatory disorder (e.g. rheumatoid arthritis and 
osteoarthritis), pain, asthma, psoriasis and allergies (e.g. anxiety 
disorder, panic, phobias, obsessive-compulsive or post-traumatic stress 
disorder, sleep disorders induced by stress, pain perception (e.g. 
fibromyalgia), mood disorders (e.g. depression, including major, single 
episode, recurrent and child abuse induced depression, mood disorders 
associated with premenstrual syndrome and postpartum depression), 
dysthemia, bipolar disorders, cyclothymia, chronic fatigue syndrome, 




stress-induced headache, cancer , irritable bowel syndrome, Crohns 
disease, spastic colon, post operative ileus, ulcer, diarrhoea, stress 
induced fever, human immunodeficiency virus (HIV) infections, 
neurodegenerative diseases (e.g. Alzheimer's, Parkinson's or 
Huntington's disease), gastrointestinal diseases, eating disorders 
(e.g. anorexia or bulimia nervosa), haemorrhagic stress, chemical 
dependencies and addictions (e.g. dependencies on alcohol, cocaine, 
heroin and benzodiazepines), drug and alcohol withdrawal symptoms, 
stress-induced psychotic episodes, euthyroid sick syndrome, syndrome of 
inappropriate antidiarrhetic hormone (ADH) , obesity, infertility, head 
traumas, spinal cord trauma, ischaemic neuronal damage (e.g. cerebral 
ischaemia, e.g. cerebral hippocampal ischaemia), excitotoxic neuronal 
damage, epilepsy, stroke, immune dysfunctions (e.g. stress induced 
immune dysfunctions, e.g. porcine stress syndrome, bovine shipping 
fever, equine paroxysmal fibrillation and dysfunctions induced by 
confinement in chickens, shearing stress in sheep or human-animal 
interaction related stress in dogs), muscular spasms, urinary 
incontinence, senile dementia (Alzheimer's type), multiinfarct 
dementia, amyotrophic lateral sclerosis, hypertension, tachycardia, 
congestive heart failure, osteoporosis, premature birth and 
hypoglycaemia) . (I) can also be used to treat or prevent a condition 
effected or facilitated by inhibiting corticotrophin releasing hormone 
(CRH) (all claimed) . 
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K££^L ; Attgjfc*fcttCR'TS!) : Bli-NR 1 
R*, -CR'R'R 11 , -C (=CR'R") R l , -N 
HCR'R'R 1 '. -OCR'R'R", -SCR'R 
1 R 1 *, -CR'R"NHR 1 , -CR'R^OR 1 . -C 
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1 . : 



B 




A(lgS4fcttCR 7 ^!) ; 

Bfl-NR 1 R 2 ^ -CR 1 R 2 R 10 N -C (=CR 2 R 11 ) R\ -NHCR^ 2 
R 1{ \ -OCR 1 R 2 R 10 , -SCR 1 R 2 R 10 , -CR 2 R 10 NHR\ -CR 2 R* 
°OR\ -CR 2 R 10 SR 1 *ybli-COR 2 T*fel9 ; 

a#-C*)5:ktt:4< ; 

D^5i:t5EI«tt^tafi5:Lr, CR* c = o, C = S, fltft tt*t 

, CR 4 R 6 ^5J:UtNR 8 ^e>^$n; 

5tl fcjS^TD, E, G, K*itf Jt^tf*WJSBl*fcHt^fiSl0 5*||-e 

feoti:<, Bfa«ci9 i*fcr±2«orWS^Sr^-cv^rf)J:<, BfafcJ: 
9«*lci-3«oJHUSC^«:dA/W-Ct>J:<, *>o3r3fc±3 l*fc»2fl 
©C = OSfcl*C = s£*^//C^Tfcj;< ; 

R l tt, t Kb*S/, :7/U*-n % ^nn, 3— h\ -O- (C 1 ~C 4 

T/^/u) v CF 3 , -C (=0) O- (C 1 -C 4 T/P*/l') % -oc (=o) 

(c 1 -c 4 TA'*A') , -oc (=o) n (c 1 -c 4 7A'*A') (c 1 -c 2 r/w 
, -nhco (c 1 -c 4 r/^/i-) , -cooh, -coo (C!-c 4 



r^^w , -conh (C 1 -C 4 T/^/V) % -CON (C 1 -C 4 T/V^) 



(C 1 -C a 77l'*A') , -S (C 1 -C 4 T/m?*/W . -CN, -N0 2 , -SO 

(Ci-C^/^) , -so 2 (c 1 -c 4 T/^yv) > -so 2 nh (c 4 -c 4 

TvMr/l') *5<fcT/-S0 2 N (C 1 -C 4 T/l'*7l') (C l -C 2 T/Mf/l') a><bSS 
& LTiliR £ ft£ 1 £ 2 <@ <D HftS-CjJr Sfc £ 9 H& £ tvfc C x - C 6 T 

R a ttTB*>t>OT*>9 :BfBteJ:9 1^3«©r*tt**fcttH»B^Sr* 

y-/K dtifcry-zK ^ctt/ (c r c 4 7M^y) tv-^<dtv-^u 

A^/USfcte (C 1 -C 6 7Vl'*l'>') (C 3 -C 8 ^^r/W) , ^ftkv^ 

; ffiKR 2 £tt«i«V *nn, :7/^p, t: Kn^ri/^5j:t^C 1 -C 4 r/v 

-CJ/^^r^ -OC ( = 0) (C i -C677l'*7l') > -OC (=0) N ( 
C l -C 4 77U*A') (C 1 -C 2 7Vl'*/l') > -S (C l -C 6 7\MrA') > T ^ / 
, -NH (C 1 -C a TA'*A') , -N (C 1 -C 2 7Vl"¥/I') (C 1 -C 4 T/U^ 
) , — N (Ci-C^W*/!/) -CO- (C 1 -C 4 r^A/) , -NHCO (C 
r C 4 7M;i') , -COOH, -COO (C 1 -C 4 77l'*A') , -CONH ( 
C 1 -C 4 T/^/V) , -CON (C 1 -C 4 T/^/W) (C 1 -C 2 TA'*A') , - 
SH\ -CN, -NO z , -SO (C X -C 4 TA'*/U) , -S0 2 (Ci-C.jT/U 
^rA) , -SO z NH (C 1 -C 4 77t'*7l') *5j;tf-S0 2 N (C 1 -C 4 T^A 
) 
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£?n 3 - 8 JIMSIRfrJMt LT^r t> J: < , rtve5-8 l * 

R 3 tt, 7k^, C 1 -C 4 T/^/K -O (C l -C 4 TA'*7l') , ^po, :7/W 
^d*, a— K, (C 1 -C 2 T^W^) -O- (Cj-CaTVMM') , 

(c 1 -c 2 r^wv) -oh, $fcf±-s (c 1 -c 4 r^*/u) -e&«9 ; 

R 4 fl**L€*aS&Ur, (C r C 6 ) TA^/K ^nn % 

:/o^ g— k, t Ku^r^ tsa (c r c 2 m^y) -oh 

, CF 3> CH 2 SCH 3 , xhu % -O (C 1 -C 4 T/Mr/l') s — N (C r C 4 
T/V-^f/U) (C 1 -C 2 T/W^r/V) , -S (C X -C 4 T^/W) > -co (c x - 
C 4 T/^/U) , -C (=0) H*fctt-C (=0) O (C 1 -C 4 77MF7V') "C 
*9 ; 

R 8 «*JB*fcf*c l -c 4 r/u*/UT?*>9 ; 
R 5 fi7 3i^K * 9 Pa's t^v^/K try^^/K tfy^s/wt*!); 
iUIER 5 Si«tL^i-4i@o@^SR 13 -egft^tvr^t), ztibW&m<D 

5*>1^3®fi3Sl2tLT7/^n > ^nn, C 1 -C 6 T/w*yw*5i-l/-0 (C x 

-c 6 ) 7^*^&i«t5ri#"e*, 

3— h\ ftrt'S/K OH, (C^C^Ml/y) -OH, (C X -C 4 T/^U 
V) -O- (C 1 -C 2 T/V'*/l') , -CN, -CF 3 , -NO z , -NH 2 , -N 
H (C 1 -C 4 TA'*A') , — N (C 1 -C 2 T>MrA') (C 1 -C 6 T/l'3r/W) , - 
OCO (C 1 -C 4 T/W*A') , (C l -C 4 TA'*U^) -O- (C 1 -C 4 T,Mr 
M , -S (C 1 -C 6 7Vl'*/l') , (C x -C 4 7Ml/y) -S- (C^-C^T 
/l^/U) , -C (=0) O (C x -C 4 T/^/W) , -C (=0) (C x -C A T/\> 
% -COOH, -S0 2 NH (C 1 -C 4 77l'*/I') , -S0 2 N (Ci-Cj, 
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T/Mr/I') (C r C A T^M s -S0 2 NH 2 , -NHS0 2 {C x -0 



4 T/U^W) , -S (Cj-CeT^/W) *3j:T/-S0 2 (C 1 -C 6 T/V'^) ri> 

R 7 tt, 7km, (C r C 6 ) TA^/K (fc^xf^^on, 7;U*u s 3 
-KSfcfSyn^) , tKn^ -O (C l -C 4 T^+A')\ -C (=0) ( 
C 1 -C 4 T^*A') , -C (=0) O (C 1 -C 4 TA'*/l') , -OCF3, -c 
F 3 , -CH 2 OH£fcte-CH 2 0 (C r C 2 r;^) "Cfefl ; 

Gtt**"C«:*0#-f ; (b) J*J±tfK^W*fct>«*-C*9 
, *>0D;fcJ:tfG#g^&S#3\ EfSCR 4 £fcfSC = 0£fcteC==S-Cf± 
*>*?#i"; (c) Jj3±tfK3ft5p5*tt>«*T»*>0, dvoD*5±tfE3ftS«*"C* 
Gttfc*Ttt*9»f; (d) G***-C*>5»*, WUiEfc-fflS 
^UXV^»ttv«*^T; (e) J, KD, E*5i;tfG£^tf>m*K:, SWcB 

2. B^-NR^ 2 , -NHCHR'R 2 , -OCHR^^fct) ; R l ^C r 

HfiSe^Sr-&A/"CV>Tti< ; R 2 #C 1 -C 4 TA'^*fcB: (C 1 -C 2 r/W^r 
/w) -co- (c 1 -c 2 T/i'*/v) -efcD, ^^fcfi3fStc±9 ifi<or*6^ 

3. B^-CHR^ 2 , — NR*R 2 N — NHCHR 1 R 2 ^ -OCHR l R 2 , - 
SCHR'R 2 -?^ ; R 1 #C 1 -C 6 T^*/t'-Cfc'K rtib«3fStC <fc «9 lfl 



Kn*->, CF 3> S^nz/pfcT/K C 1 -C 2 7>*tK C^-CgT/l^ * 

5. R\ R 6 , R<\ R 9 *5j:t;R 12 ^^fc«^^;U-e$)5, »#Sl8B« 

LTCx-C^A^/K O- (C 1 -C 4 TA'*/l') , (Cj-C* 
T/MrU» -O- (C 1 -C 4 T/MrA') % CF 3> OCF 3 , CHO, (C^- 
C 4 7;^^y) -OH, -fu^&Xlfia*- \tf>>t> 

7. R 3 ^M^/K **vK *nn£fcl*;>< h^-Cfcfl ;^oR 4 , R«\ R 8 

s. R 5 ^^g^fc^hyg^$tifc^y^/^fc«ify s^-efctK r 

tlb2t.tc\Z3m<om&&\*B>$:l'XC 1 -C 4 T/l'*c^ O- (C 1 -C 4 TA'* 

, (C r C 4 TMl/y) -O- (C 1 -C 4 T/^>W) , CF 3 , OCF 3 , 
CHO, {C x -C A r/V^UV) -OH, *ST / s 

9. A#N* CH£fcfSCCH 3 -?&£, lit** 1 CttOfc&tt. 

10. A#CHt*9, J:fe±tfK##*-Cfc!K D, EfcitfGjWMrc* 
n*«lB*0fc<a*. 

11. JfcitfDa^fil^fc'K K:fc<fctfG#l3sre&!?, E^CH, CCH 

3 , $fciicc 2 H 5 -efe5, M*«iEt«)ft^ii. 
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12. J:fc«fctfK#J^T-*!K D-E~G#0-C (CH 3 ) =C, O-CH 

= C, S-C (CH 3 ) =C, S-CH = C, N (CH 3 ) -C (CH 3 ) =C, 
NHC (CH 3 ) = C y NHC (CH 3 CH 2 ) =C, N (CH 3 ) -CH = C, O 
-N = C, S-N=C X N (CH 3 ) -N = C, 0-CH 2 NSfcttS-CHjN 



13. Bi5 — CHR 1 R 2 > -NCHR'R^fctt-OCHR'R^fc^ B<D 

14. BC(DNR x R 2 S!655S(0&|pSfc|i^f|jS^T?fe5, 1 & 

is. NR'R^fopf, tray fryy-^i^fcii^*!; y 

16. i*JLiMfcCJ8V^T» (a) CRFIctefit-f.5rtK.fc 9 MBSrUffiSfc 
rtHcttCRFIcJ;t)f|^*)ttt{SJi$*v5I^S*s-&**L5 
#, i*Lf>i;:|ES£;*;h.fcv\ fcSVMi (b) &£{£Mtt. fc fc ;itfiSttHg5 y 9 

&mmm%;fa%. itk*.tmmmiX; iomttxaxamm* ctua-tun 
: ustsfc ■, w&m&esm ■, * h ux®%mn% ; « ; mmtm&m* * n 

*±$j,i,x (HIV) flKSfeffi ; #g«ttit«JSi, tzbx.ttTW^i'-ffi^ 

*5±l«*Sttia*ffi ; ttiJfiitt* M'* ; ft^fe»tt#ffiS3«fct«H» (fcixtfT 
^a- As =3fy, 3*^^, ^n-C^, '<>"/^T-^t*>'g^:(DfficDMI^lC 
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V- K ; MJ a- Kt-fDiyffiTigp ; TMM*J**> (ADH) ^fitt 



fre>mw.£ftzf$$&, ^K*fci4ia±i-«fcje>©s(eiwa*«s»-e*)oT, 

17. UtAftftfcfcVT, (a) CRFIiiSfii-fSiirici.tO&SSrlliSSft: 
ttffiii-C %Z&m, r ftlc (i C R F I;: <fc 9^38* ttffiit £ *v3 *i 5 

m&mm-.mit, itt^mmmm-, i^mttifonftmw. r*tfc«±» 
; ; ^K^sffi : ma rm •, * h u^mmtmm •. t h^g 

(HIV) «lfe!£ ; fciitfT^W-r-jS, 

*3*rWSttil*ffi ; fflikte* h ux ; {t#«Mtft#e«J:VM (fci3.tf7 
/w=i-/u, ^n-O', ^W^T-^f V^oflfeoJIW- 

y- K ; h V 3- Kfvf n = i/ttTffi«W ; TJWM!*A" ! e>' (ADH) 
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18. *A»«ilc*5V>r, CRHjg-g-^w-?^S«>|aS{c:j:!)-t©i&a5*fc«: 

1 9. *MMfcK48^"tCRHlS«'^>'x<^Jfoia#fcJ:»»*o««f*fcr*^ 
* L 5 5 * + 5 ft-Stf mam, 

2 0. Ai5N*fcl*CH-C?&9. R'tf^f/^*!), i'OR\ R*\ R 8 , R 

2 1. R 6 )J5^Blft*fctthygm$^fc7a:=/P-cat)t), C*lf)2Sfcl43 
<@cOtt^Sl434StLrC 1 -C 4 T^/K O- (C 1 -C 4 TA'*A') . (C x - 
C^TJ^Uy) -O- (C 1 -C 4 T/V'*/V) % CF 3> OCF 3 , CHO, (Cj 
-C^yw^rU-^) -OH, ->7 / , *t»n % 7/w*n, :/n**sJ;tJ s 3 — K*» 
fcaKSJv, ttG (C t -C 4 ) r/^/wStt-tix-?tvBfaitJ:9 1 ficoziS^-g- 



2 2. &5£0{fc&4&: 






teTK^t, y^/K ^hp, ;/n 



*\ -COOHttli-COO <C l -C 4 7A'*/l') "C*>!K Wpo, 7* 
a-K^yhUhy^y-hTfeU, R 8 tt***fcflC 1 -C 4 7 p /W^T?fc 
t>, R 4 te7K^> (Ci-Cg) T/w^r/K ^nn, ^p^, a— h\ 

t Kn^^ i/TJ y TSA (C x -C 2 T/V*Vls) -OH, C F 3 , CH 2 S 
CH 3 , ~hn, -O (C l -C 4 T/^/l/) , — N (C^C^T/MVW) (C x - 
C 2 TA-*/V) N -5 (C 1 -C 4 TA'*A') , -CO (C X -C A T/^V) s - 
C (=0) H£fcf*-C (=0) O (C l -C 4 7>Mr/l') "Cfc*] o 
2 3 . M** 1 E*W>TE©ffr&4fc : 

7- (l-acfyl'- -5-^^-3- (2, 4, 6 - h y ^ 
A'-?*^) [1, 5-a] fy^:/; 

[2, 5~iO<^VW-3- (2, 4, 6-h5^^-7*^/U) -^/n 
[1, 5-a] tT9 SS^-?-- - -T^> ; 

{l-3L*f-;V-7u\f;V) - [5-^^-3- (2, 4, 6-MJ*7vl/- 
[1, 5-a] try 7 -J fr] —7 ^ 1/ ; 
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7- (1 -x.3-;V-7vn$*i/) -2, 5-i?*?-/l>-3- (2, 4, 6- h 
yyf/W-7xX/V) -^7^/o [1, 5-a] tfy ; 

[2, 5-^^-3- (2, 4, 6-hMf;U-7x^/U) -fy^o 
[1, 5-a] If y 5^-7-^] -xf;l/-/nf^7;y; 
[6-yn^-5-^P^^^-3- (2, 4, 6-h!)^f/V-7x^ 

) -3H- [i, 2, 3] hyryn [4, 5-b] tfy^v-7-^/H - ( 

1 -^?V-^XJ\f}V) -T%^y ; 



- [5-^^-3- (2, 4, 6-MM?Vl'- 
-3H- [1, 2, 3] hy7/P [4, 5-b] ryi^-7— f 
A"] -T^V; 

5 3- (2, 4, 6 - h V **?Jl>-7 -3 
H- [1, 2, 3]. h'jr/P [4, 5-b] t p y^^-7— r/U] - 

7- (1 -:n^/i— ^ptf^i/) -5-^f-^-3- (2, 4, 6-hyy^ 1 
A— -3H- [1, 2, 3] hyr:/P [4, 5-b] WiSy; 

4- (l -^/U-^n/KSrv') -2, 5-v?^^/P-7- (2, 4, 6-h 
y ;< ^Vl"- :7:r~/W) -5H-tfnn [3, 2-d] tfy^>-; 

(±) -2, 5-v^^-4- h7t ^-7 7^-3-^^) 
-7- (2, 4, 6-hy7«^-^^^) -5H-fnn [3, 2-d] tf 
y ^ ; 

2, 5-^^71—4- (S) - (rh7t Kn-77^-3 — f A'aMFS') 
-7- (2, 4, 6-hyy^-7^^/W) -5H-fun [3, 2-d] f 

y ^ v>V ; 

2, 5-^^^/W-4- (1 -z/n^Vl—:/ b*is) -7- (2, 4, 6- h 
V *f-/\s-7*~/U) -SH-tfnn [3, 2-d] tfy^Vj^fcf* 

4-sec-^Wr^-2, 5-^^-7- (2, 4, 6 - h 
]) ^^/U-y^-^/V) -5H-tfnn [3, 2-d] 



CRF (CRH) T>9*-X r- £ LTOffitt*;^ 
fcJRBfflrr'IM. 6 0 5, 6 4 2*5<fctf5, 0 6 3, 2 4 5 ?|CB&&Jl H Cl^S 

0 **ie>ttTiBict>5ft^<e>ix-c^s : m&ftmumm ib95/oo4 3 9^ 

ritttry y*-&.*HSr»SHtU 1 9 9 5^6£ 6 HlCfflJRSJi, 199 5 
¥12^1 4 Bfc^BBSftfc ; BRKrtttiiJRjK I B9 5/0 0 3 7 3^ rtbtt 
y#-&#B«:|g£H£ U 1 9 9 5#5£ 1 8BtctrjP£*l, 1 9 95^1 
2M2 1B\^m^flit;^m^nmmmOB/4 4B, 5 3 9^ r*U119 

93¥iifli 2 &\m&®ftmm$ti. 1 9 9 5^6^ 1 4 eic#Brt#fr<* 

Hfc ; S8R#ffFttlS^BB^WO 9 5/1 0 506^ £*U* 1 9 9 3<£ 1 0 £ 

1 2 Bfctf«S*U 1 9 9 5*M J! 2 O0CM^ ; £J:0£Bttfr'tfil!$ 

0 8/4 8 1, 4 1 3^ ^1 9 9 3^1 1 2 6 BfcHRWfrtHJH*^ 

1 9 9 5^7^ 2 4 Bfr*BrtS^$*ifc;*S«pfFW«^0 8/2 5 4,8 2 
0^, ^ftttl 9 9 5^4M 1 9 BfcttWSftfc ; *H^{f#ffWSm 6 0/0 
0 8, 3 9 6t, Ztlftl 9 9 5^1 2% 8 BlCUKS^fc ; ftbtfl^iffll 
^fFW®^6 0/0 0 6, 3 3 3-?-, 9 9 5^1 2fl 8B^(UJRSftfc 

o 

CRFTV*:*~*hC>BIS£te, *St fcix.tfP. Black, Sc i e 
ntific American SCIENCE & MEDICINE , 1 
995, p. 16-25; T. Lovenberg e_t^ a 1 . , C u r r e 
nt Pharmaceutical Design , 1995, J^, 3 0 5 — 
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3 1 6 ; loi^lE^JfeSfip^S, 0 6 3, 2 4 5-)|-fc*$*VCV>.5. CRF 
7l/#zt=.* h*StoS>(r(73»tt©gjao«lil* 5 , M. J. Owe n s e_t_ _a_ 
J_. , P harm. Rev. , Vol. 43 , p. 425-473 (1991) [CJf. 

%#mm, tctz.t£?^m. imo^n®. mmto^m. w# 
zmmmn ; wm9t&m& m-km®. ± t Jim&ttii^ffi 

; £/Ktt*£«3 ; BKttl** ; Sffiffi ; SSifittBS ; h 

, fcixtf«l«S5rtJl ; 9M ; ftJ!6&J» ; ttifcttx h ; »S ; * h u- 

^R^tt«»^tt^f y- k ; nm ; rm •. m*mm*&s ®m&m& warn 
m&mm ; ^n-vjs ; stt^® : itt^ti^mv ?-^*s<fc 

U9SNtH«fi ; ; •tfA/S ; 838 ; 7 W^f- ; #ft U J: 5 ffi ; W-J8L ; Msh 
EES, 5 oiktt<i>*£ ; ; #8Ktttt&A> itt Z.tiTW^^-m 

, T/I/SWt-S!****, £JUMKStt95&, z^-^vy V^iV^Vf 1 
VhyfS; Mtt*« ; E£lfiltt=^-n vfi<g ; fij&gtt=*-n ; TA/*> 
A/ ; »ff ; ftMfl-m ; tt&<i*«/h/j£ ; hV 3 - Kih-f n^yffiT^ ; T 
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B 




Ateg^4fcteCR 7 -efc9 ; 

Bte-NR'R 2 , -CR 1 R 2 R 10 , -C (=CR 2 R 11 ) R\ -NHCR l R 2 
R 1( \ -OCR 1 R 2 R 10 . -SCR 1 R 2 R 10 , -CR 2 R 10 NHR\ -CR 2 R 1 
°OR\ -CR 2 R lo SR 1 *^cli-COR 2 -Cfe0 ; 

j &&xfiKn%ti?tm& Lx^m^ttitmmvh 9 , j &£VKtmi?k t 
n&±VEnzth?tv%kiLi,x, ssi, cr\ c=o, c=s, mm, 

. CR 4 R 6 *3j:T^NR 8 ^^^$n; 

^oU< > afatc±9 l*fc»2ffl«>-*IS*«r*A/^rt>J:<, gfSfcJ: 

R 1 ^ t Kd^X y/Vj-u, ^nn, ^n^e, 3— f\ -O- (C r C 4 
T;V*/V) , CF 3 , -C (=0) O- {C i -C A TA>*A') , -OC (=0) 

(Ci-C^^V) % -OC (=0) N <C 1 -C 4 7\MM') (Ci-CaT/P 
^) % -NHCO (C 1 -C 4 T/^/W) % -COOH, -COO (C 1 -C 4 T 
s -CONH {C x -C iTfr^jV) , -CON (c^c^/i^v-) ( 
C 1 -C 2 TA'*A') x -S (C 1 -C 4 T,MM') , -CN, -N0 2 , -SO ( 
c 1 -c 4 r>u*A') % -so 2 (C 1 -C 4 T/U*/U) , -S0 2 NH (C x -C 



4 r/^u) *5j;tf-so 2 N (c x -c 4 r/^i/) (c l -c 2 TA'*A') ri><b& 

A/ w ev^■c l {><^:v^c 1 -c 12 r/^^/^; r y-y^^Wi (c^^ta^u:/) r 
y~/K riL&ry— a\ (c r c 4 mM ry-^ry-zmu 

r^/y/K ^y^r^/y/K t'^^y/K trny/K -f^Ky/K fpntry*; 

/U^r/WSfcf* (Ci-CeT/^I^V) (C 3 -C 8 ^d7;W) , Ztlbisfi 
o7;^/K *5<fctf (C^CeT/^UV) (C 3 -C 8 i/^7/V^) <Z)5~ 
8l^^uTM;W^iI^ 1 4^tt 2«tt. mm\C X 5 ^ott4tr» 
*JS J f't>L<ttailJB-T--C, £fcteNZ 2 (rrTZ 2 «7K^ C 1 -C 4 T/i/^ 

^ ; MIBR 2 **!*^*^ ^nn, fc Ko*$/:|3j;tfC 1 -C 4 r/l' 

-c 6 r/^^^ -oc (=o) (c x -c 6 r^^) , -oc (=o) n ( 

C 1 -C 4 XA'*A') (C 1 -C 2 T/V^/W) % -S (Ci-CgT/^/W) , T^y 
, -NH (C 1 -C 2 T/^/v) , -N (C 1 -C 2 7\Mr/l') (C 1 -C 4 77Mf-A' 
) , -N (C 1 -C 4 T/^^r/P) -CO- (C 1 -C 4 T/U^f/l-) , -NHCO (C 
x -C A T;V*jV) , -COOH, -COO (Ci-C^/Mr/W) . -CONH ( 

c x -c 4 t/^/p) , -con (c 1 -c 4 r/^/p) (c 1 -c 2 ry^/w) , - 

SH, — CN X -N0 2> -SO {C x -C A Tfr*A>) , -S0 2 (C r C 4 7;U 
, -S0 2 NH (C r C 4 7/V^) *5£tf-S0 2 N (C l -C 4 TA'*/l' 

V>Tt>£< ; 
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Ztm 3-8 AftXgR&J&S LTV^t t> <fc < , rn?>5-8 ftSoS^KUS^ 1 
R 3 tt, *Sf, C 1 -C 4 T/W^r/K -O <C 1 -C 4 TA'*/l') , ^pp, 

yn*, a-h\ (c r c 2 mi/y) -o- (c 4 -c a r>u*^) % 
(c r c 2 mi/y) -oh, *ttn-s ic^c^t***) t**>9 ; 

R 4 «^^tafiSlLT, (C x -C 6 ) T/W^r/K 7*tfn, ^pp, 

:/p*, a-K, t Kn*5/, T5 A (C 1 -C 2 T/^W^) -OH 

, CF 3 , CH 2 SCH 3 , -Hp, -O (C l -C 4 T4'*A') , — N (C 1 ~C 4 

ryu^f/w) (Cj-CjjT/w^) , -s (c x -c 4 T/^yw) , -co (c x - 
c 4 7vw*/i/) % -c (=o) H£fcte-c (=o) o (c 1 -c 4 r>Mr/i') -c 

hQ ; 

R 6 f**f!i, ^^*fcl±3i^/U'r*>9 ; 
R 8 H7K^fcttC 1 ~C 4 T^/W-Cfe!9 ; 

R 5 «7x-;k tfy^K fcT7^~/K ?i?-/U-?$> *) % 

fII2R 5 Siim^tvl-4^0g^SR 13 -Cg^$ttT*5!?, *jftkB&£tf> 
5^1~3fflii&&LT:7/l^P, ^un, C 1 -C 6 T/V^*3<tt/-0 (C x 
-C 6 ) T/^^feaR1-S^i*5"C#, **ie>B*S<D5*>lfitt^n^ 
3~h\ ftA^/K OH, (C 1 -C 4 T/W^W^) -OH, (C 1 -C 4 T/W^U 
» -O- (C 1 -C 2 T/l'*/l') , -CN, -CF 3 , -NO z> — NH 2 , — N 
H (C 1 -C 4 7Vl'*A') , — N (C 1 -C a TA'*A') (C 1 -C 6 T/^A') > - 
OCO (C 1 -C 4 T/l'*/l') , (C 1 -C 4 7/MrU'>') -O- (Cj-C^/W^ 
/W) , -S (C X -C 6 T/^^) , {C x -C A TAf*V % s) -S- {C X -C A 7 

, -c (=o) o (Ci-c^r^^) , -c (=o) (c x -c 4 r^ 

, -COOH, -S0 2 NH (C 1 -C 4 7VV*yl') , -S0 2 N (C^-C,, 
T?V*)V) (C 1 -C 4 TA'*/l') % -S0 2 NH 2 , -NHS0 2 (C 1 -C 4 T/l' 

*;u) % -s (c x -c 6 r/p^/w) *jj:t/-so 2 (Ci-CsT/^/w) t>>t>m 
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/uutrnztiztim sic <t o i s *: « 2 <@<d rie^$:tA/t?v *-c t> * < 



R 7 te N (C r C 6 ) T/w^/K ftaii^n, 7yW-P, 3 

-Ktftftyp*) , t Kn*^ -O (C l -C 4 TA'*A') % -C (=0) ( 
C 1 ~C 4 T>Mr/l') , -C (=0) O (C 1 -C 4 TA^*A') , -OCF 3 , -C 
F 3 , -CH 2 OH£fcf*-CH 2 0 (Ci-CaT/W^) TfcO ; 

R 11 tt***fcttC 1 -C 4 T/u+A'"C«>9 ; 
fcrtfL: a) J*JitfK*p|*i:t>l)J*-C*5. D#CR 4 tf*>9, *oE#t 
Gtt**"CB:*D#i" ; (b) J*5iOtK^H^fct>«*"C*9 
\ i>>-oD&£X*G&&%'?$>Zm&, EttCR 4 £;TcllC = 0£fcttC=S-?l2 
*9»-f; (c) J»*VK#m*bht&Vh9+ t^D#XVE#K**b 
G«t**t?tt*)0#T; (d) G#£*-e*5»£\ *Ji»EKr*IS 
*UXV^ftlt*itf*6i' ; (e) J, K, D, E:fc<fctfE££t?&*lc, SvMc 

mm vft 2 «toim»» 9 »*v\ 

&mhL<\m*M#. *fctt*©a^t>*Sr^tp, »W-«0*ft*«*Srfi 

<fc><5 0 
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I-R' 

X R 2 , — NHCHR 1 R 2 > -OCHR^^fcii-SCHR'R 2 ^^ R l # 
C 1 -C 6 T/Mr/VTfc'K Z.tlbt>mm\z£9 lfflcot Kn**\ C 

F 3 *fcttc x -c 4 r^3*^S-eiB*Siirv^"Ct>J:<, ^o:nbffigi: 

BfcJ;9 HBtf>:7/W;?t-n % CF 3> Ci-CaT/Mr/K C x - C^/V^V^fc 

a^stt ; R 5 d5^am*fc«c h v m&ztifr?*.^, try $?/w*fctttr!; ^ 
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-O- (C 1 -C 4 T/V'*/V) , -CF 3 , -OCF 3> -CHO« - (C 
,-C 4 TM^) -OH, */TJ* ?t>u x y;\>*v, 7~a*js£tf3- Yfrh 

sursji,. Mi2c 1 -c 4 r^^si«tv j etv0finc<t9 i<io-SJS^*fctt 

0 . R 7 as*fSf£fcttp< 5fb-&fe*5^**v5. 
*&9!<oj;!3;B#ttfcte©l§8SKii, S;i |j:*jv^Bj55-cr 1 r 2 r 10 , -c 

(=CR 2 R") R\ -OCR'R 2 R 10 , -SCR l R 2 R 10 , -CR 2 R xo NH 
R\ -CR 2 R 10 OR\ -CR 2 R 10 SR l *fcll-COR 2 -C*)5^«»*5^* 



D&mm-VhV. K*St.VGtffc%X&r), E#CH, CCH 3 , *fcf*CC 2 H 
~5MS-Cfc5-NR l R 2 *fcli-CR l R 2 R l0 gS^Sr^tf<t:^)AS^*ia*. 



D-E-G#0-C (CH 3 ) =C, 0-CH = C, S-C (CH 3 ) = C, S-C 



H = C, N (CH 3 ) -C (CH 3 ) =C, N (CH 3 ) -CH=C, 0-N = C 
, S-N = C, N (CH 3 ) -N=C, 0-CH 2 N« S-CH S N, SfctiNH 
-C iC l -C 2 T/u^-/V) = CX-hZ1t&®)&$t.ft2>< > 
£l©#*UMfc^#><0« : 
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7- (l-^fVl'-T/Ptf*^) -5-^^-3- (2, 4, 6-hy*^ 
yU-^^^/V) -tf^^/n [1, 5-a] tfy^i^V; 

[2, S-v^^VW-S- (2, 4, 6- M)^^-7x^;U) -fc^/P 
[1, 5-a] fy^>--7-^/K] - (1 -:n^vU-:/Pt^) -T^ V ; 

- [5-^^-3- (2, 4, 6-hV*^~ 
7x^P) [1, 5-a] f!J ^ v>V- 7— fA-] ; 

7- (l-xf;l/-7 P o^i/) -2, (2, 4, 6~ h 

7* -fc^/n [1, 5-a] fy*^; 
[2 t 5-^^/1—3- (2, 4, 6-hy^^-7^^/W -VyVxi 
[1, 5-a] fc^y ^V-7 — f/K) -^c^/U-^n fcVl/-T ^ ^ ; 

[e-^p^-s-yp^f/i'-a- (2, 4, 6-M)^f^-7x^ 

) -3H- [1, 2, 3] hyr^/n [4, 5-b] f y^V-7— IW] - ( 

( 1-^,0— :/pfcVW) — [5-^^-3- (2, 4, 6 - h y 
7x^;l/) -3H- [1, 2, 3] hyr/p [4, 5-b] f 

[6-^n^e-5-^^-3- (2, 4, 6 - h V * f/U-yx.-M -3 



H- [1, 2, 3] byr^/p [4, 5-b] f!)^y-7-^;V] - (1-^ 
7- (1 -xf/V-7 p P^i/) -5-^^-3- (2, 4, 6 - h 5 * 

-3H- [i, 2, 3] hyr^o [4, 5-b] tfy^v 0 

4- (1 -3L*?;V-zfvi$*ci/) -2, 7-^^-8- (2, 4, 6 - h 
y>^-7;c^/l/) -fan [1, 2-a] 

(l-^fvl'-T'pfc'/W) - [5-^^/1—3- (2, 4, 6-hy^^/W- 
7x^) -f^/p [1, 5-a] \f y ^ ^V-7— ' f/l/] -T^ V ; 

[3- (4-^0^-2, 6-^f;U-7x^) -5-^^-^7/0 
[1, 5-a] ej) - (l-^/U-yxi&U) -r;y; 
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^^vw-aifvv- [5-^^-3- ( 2 , 4, 6 - h y Tvl^- 7 = 
-tT^/n [1, 5-a] V}) $V>-7-> f/U] —T ^ V ; 

[3- (4 -;/u^e- 2, 6-^Wx=;u) -7- (l-if/v-^o 

-S-tf/V-VyVu [1, 5-a] try ^ i^>- ; 

[2, 7-v^^A—8- (2, 4, 6- M ^/U-^-^) -fun [ 
1, 2 -a] XV -^3vW-T*V; 

[2, 7-v^fvV-8- (2, 4, 6- hy^^yP-^oi^/W) -fcTno [ 
1, 2 -a] tfy ^ v^V-4-^/V] -xf/l/-/p^;l/-7;y ; 

[8- (4-^pp-2, 6-^^-7x^;U) -2, 
an [l, 2-a] f«J v^y-4-^;u] -:n?vw-:/p f/u-r ^ s ; 

[8- (4-^nn-2, 6 -V* *f-;V-y -2, 7 

pd [l, 2-a] fy ^i/V-4-^fA-] -^x^vi— r ^> ; 

[8- (4-^pp-2, 6-^f/U-7x^V) -2, 
on [l, 2-a] t^y ^ ^^-4 — Y/W] -v^^/W-T^V; 

[2, 6-^^^/W-8- (2, 4, 6- hy ^^W-^^^/P) -^nn [ 
1, 2-a] f y ^^^-4--f^] -i^^/U-r^V; 

[2, 6-^^/1—8- (2, 4, 6-hy^f^-7x-/i/) -fcfun [ 
1, 2-a] fcf y %i?y-4-4 )V) £Vt/-7 ^ > ; 



yfvw- [2, 6-^^-8- (2, 4, - 
tnn [1, 2-a] ¥)) $ 4 — f^] -^/^-T^V; [2, 6- 

^^-8- (2, 4, 6-FMf^-7x^/I/) -fnn [1, 2-a] 

f y ^v^v-4 — r/H - (i -jx^vp-yn -r^v; 

[8- (4-^nn-2, 6 -\>* T-fr-y -2, S-Vt^JV-V 

nn [l, 2-a] fy^V-4 — f/Kl - ( 1 -xf n f/U) — T ^ 
^ ; 

8- (4-*pp — 2, 6 -i^^/W-^^/U) -4- (l-xfyv-^u 

-2, [1, 2-a] \ 

4- (1-^7U-:/p#*S/) -2, 6-^y^-8- (2, 4, 6-h 



!>**7u- 7*^10 -^po [i, 2 -a] try ; 

4- (l-xf/W-^q^) -2-^^-8- (2, 4, 6 - h y * 
/I/-?*— AO -IfnD [1, 2-a] tfy^^V; 

(l-xf;l/-^D^) - [2->^-8- (2, 4, 6-hy^^/W- 
7j^) -t^PU [1, 2-a] l^y -T^ V ; 

y^/p-ji^- [2-^^/1—8- (2, 4, 6-hy^^W-7^^) 
-^np [l, 2-a] fcf y S^-4—Y/l'] -T^>; 

ZfT-sU-^/is- [5-^^-3 - (2, 4, 6-hy^^-7a:^) 
-2H"^Vf7/a [2, 3 -a] try T^] — T ^ ^ ; 

(l-xf/W-^pf/U) - [5-^^-3- (2, 4, 6-hy^^/W- 
y^^/W) - 2H--T yfr/D [2, 3-a] try ^ — f /I/] -r^ 
V; 

7- (l-xf;P-^p^V) -5-^^/1/- 3- (2, 4, 6 - h y P< 

-2H-^yfT/n [2, 3-a] fy^>-; 
4- (I-^/W-z/p^*^) -2-^^-8- (2, 4, 6-hy^^ 
;V-y^^-jV) [1, 5-a] ^y^i^y; 

(l-^/U-^PtfyV) - [2-^^-8- (2, 4, 6-hy^A— 

7x^n [1, 5-a] f y ^ ^^-4->r^] -rs^ ; 

[2, 6-^^-8- (2, 4, 6- h y ^f-zw—y^^/u) — r 



[1, 5 -a] fy ^v^^-4 — f/Ki - (1 -^/U-yvV/U) — T ^ > ; 

4- (l-^/V-z/PaK*^) -2, 6-^^-8- (2, 4, 6-h 
y^^/V-^^^/W) — ^^/[l, 5-a] fy^V; 

4- (l-if/^ya^^) -2, 6-^^^/1—8- (2, 4, 6-h 

y^^-7xn/U) -6, 7-v>fc Ho— f 5*^/ [1, 5-a] fy^V 

4- (1-^/U-:/p -2, 6-^^-8- (2, 4, 6-h 

y^^-7xnyl/) [3, 4- a] fy^V; 

4- (l-xf/P-yn^^) -2-^fvU-7- (2, 4, 6-hy;*^ 
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/w- ?x.~jv) -ifop [1, 2-b] fyy^v; 

4- (1 -ai^/U-ynTK^r^) -2, 5-^^/1—7- (2, 4, 6- h 
!)^f/U-7x^) -tfnp [1, 2-b] tfy^V; 

4- -2, 6-^^-7- (2, 4, 6-h 

y^^-7xnyv) -t^nn [1, 2-b] \ 

4- (l-^^V-^Ptf*^) -2, 5, G-hV *^/l>-7- (2, 4, 
6- M;^^/W-7*^/V) -Ifpn [1, 2-b] fcTyy^V; 

[2, 5 -3^*71"- 7- (2, 4, 6-hy^^u-7^^) -tfua [ 
1, 2-b] \fV?i?l/-4-4!V] - (1 -^/W-^Pf/i') -T%>; 

- [2-/^-7- (2, 4, 6-hyp<^- 

7;n^/w) -foo [i, 2-b] ^yy^^-4-^/w] ~r^y ; 

[2, 6-^^-3- (2, 4, 
[1, 2-b] fyy^^-8— f/W] - {l-xf/U-/Df;V) 
8- (I-oc^-^ptK^^) -2, 6-^^-3- (2, 4, 6-h 

» t^-y^-su) 2-b] fyy^>-; 

8- (l-^/V-zfutflci/) -6-p<^-3- (2, 4, 6-hy^^ 
;V-7x.zl/1>) [1, 2-b] tfy^V; 

(1 ^^)V--fu - [6-^^/W-3- (2, 4, 6-hy*?Vl'- 

7x^) — i%w [i, 2-b] f y^^-s-^/Ki -rs^; 

(l-^/V—T'n^/V) - [2-^^-7- (2, 4, 6-hy^^- 
^-A-) -^i^^V [1, 5-b] ^yyi^V-4— fyv/] -TS^; 



[2, 5-v ? ^f"/W-7- (2, 4, 6-hyy^/l—^a:^/W ^ ?V 
[1, 5-b] tfy^i^V-4— T/P] - {l-^;v-7x2\fjv) -T^^y ; 
4- (l-^A--:/^*^) -2, 5-^>^-7- (2, 4, 6-h 

y^^/u-^^^) — r [1, 5-b] fyy^-b] ^y**^; 

[2, 5-^^^-7- (2, 4, 6- h y ^^-^^^/W) - 

j^yy [i, 5-b] try ^^-4-^/k1 - 1 -^,i—r^ ; 

[2, 5-i^^^-7- (2, 4, 6-hV t'f/l'-yx.-M — ( $ tf^J 



[1, 5-b] \+9?*J>'-4-'fn>] -xf/u-7 p c^-T^; 

[2, 5 7- (2, 4, 6-hi;^^-7a:^/U) -<4 
[1, 5-b] try ^v^-4-^] -^if;l/-7^; 

[6-^^-3- (2, 4, 6-hU^^-7^^/V) - [1 
, 2, 4] hVT s /x* [4, 3-b] f y ^v?^- 8 ->f /V] -T^V; 

a^A"- [6-^^-3- (2, 4, 6- hy^^/W-^^^/V) - [1, 
2, 4] hDryn [4, 3-b] \f ]) ?*J>- 8 ->OV] 
» 

[6-^^yV-3- (2, 4, 6 - hy p< f;V-7s^;V) 

- [i, 2, 4] hurv'p [4, 3-b] try *^-8-^/kI -rsv ; 

( 1 -acf-zu-^n tf/W - [6-^^-3- (2, 4, 6 - h V * ffr- 

y^fv) - [i, 2, 4] Mryn [4, 3-b] 

8- (l-^^/U-^n^^fi/) -6-^f/l^-3- (2, 4, 6-hy^ 
/U-7:n:=./l/) - [1, 2, 4] hyr^/n [4, 3-b] fy^v^; 

7- (l-^/Iz-T^P**^) -1, 5-i^3vU-3- (2, 4, 6-h 
y tf-JIs-y^A') -IH-fnp [3, 2-b] fyi^; 

7- (1 -^/V-yvtf^is) -1, 2, 5-by^^/V-3- (2, 4, 
6-hy^^-^o:^) -lH-fnn [3, 2-b] Witls; 

(l-if/lz-^a^/V) - [1, 2, 5-hy^^-3- (2, 4, 6- 
hy^^/W-^^^/W) -lH-tfnn [3, 2-b] fcfy^^-7--f^] - 

[1, 5-i^y^/V-3- (2, 4, 6-hy^f/V-7x^/l/) - lH-f 



nn [3, 2-b] try^V-7— < f/k) - (l-x^-yn^v) -T^V 
> 

y^/ls- [1, 5-^^-3- (2, 4, 6-hy^^-7^^yW) - 
lH-tfnn [3, 2-b] Wi?V-7-J;V] -^fyU-T ^ > ; 

[1, 5-i^?vU-3- (2, 4, 6- h y t^jV-y^fr) - lH-f 
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no [3, 2-b] -^jV-^u XfjV—T 5 > ; 

[1, 5-^^/W-3- (2, 4, 6- hy *<?>V-7=.^J\s) - 1 H-tr 
[3, 2-b] -v^^vU-T^ ; 

ai^/l/- [5-^^-3- (2, 4, 6- h y /^/U-y^^/U) -3H- 

[i, 2, 3] hvri/u [4, s-b] r/w] -^ut^-r 

^/U-m^/V- [5-^^/W3 - (2, 4, 6-h^f;V-7x^P) 
-3H- [1, 2, 3] hyr^/n [4, 5-b] fy^^-7-^/U] — T ^ 

^; 

S*r?vu- [5-^^-3- (2, 4, 6-MJ^f/l/-7o:^) -3H 

- [i f 2, 3] hyr/p [4, s-b] \fv^y-7-y(/^ -y*> 

[3- (4-^n^--2, 6-^f/W-7x^) -5-^f/V-3H- [ 
1, 2, 3] h'!ir/o [4, 5-b] t^y^^-7-^/U] - 

[3- (4-^nn-2, G-i?**'Ar-7=^A') -5-^^-3H- [ 

i, 2, 3] hyrv^p [4, s-b] tfys^-7— r^] - 

3- (4-^nn-2, 6 -\y^^-;V~y^^.;v) -7- (1 
sK*^) -5-^f/V-3H- [1, 2, 3] hyT/n [4, 5-b] tfyi? 
v ; 

3- (4-^n^-2, 6-^^-7x^) -7- (l-^/^-^n 
TK^ri/) -5-^f/U-3H- [1, 2, 3] YVTVv [4, 5-b] y *J 

7- (l-^^/W-yn^^ri/) -5-p<^-3- (2, 4, 6 - h y * ? 
;\s-yzc~;v) — fyfT/n [4. 5-b] \?V*J> ; 



(1 -^/W-^Pfcf/W - [5-^^-3- (2, 4, 6-f>y^/U- 

7x^;H -^ryfr/o [4. 5-b] -r^v; 

(l-:n?yl— :/afcT/l/) - [5-^^/1—3- (2, 4, 6-hy^^/W- 



7x^;i/) rytwo [4. 5-b] t^y s*v-7— f^] -r^v ; 

7- (l-xf/P-yn^^) -5-^^-3- (2, 4, 6-hy^ 

— ' <V**Wxi [4. 5-b] 
7- (I-j^vV-^ptK^V) -5-^^-3- (2, 4, 6-b9*7 
/U-^^nyu) -fx; [3, 2-b] WW ; 

7- (1 -xf/l/-yp^i/) -2, S-^^/U-S- (2, 4, 6-h 

!)y^-7x^) [3, 2-b] try ; 

[2, 5-^^-3- (2, 4, 6- by ^^-7*s^) -7^/ [ 
3, 4 2-b] ^ys^-7--f/V] - (1 -x.fA'-'fuVA') -75^; 
(l-xf/u-yn^) - [5-^^-3- (2, 4, 6 - h y ^A— 

-fx; [3, 2-b] lfy^^-7-^/u] -TSV ; 
(l-xf;W-/pf/V) - [5-^A—3- (2, 4, 6 - h y * ^fV- 
7x^;H -7d [3, 2-b] try^-7->T^] -T^> ; 

[2, 5-^^-3- (2, 4, 6- hy ^^Vl'-^zccxA') -70 [3 
, 2-b] lf3S?y-7— f/U] - (l-ac?yl/-:/Pfc!» -T^>- ; 

7- (1 -oi^/V^yp^^) -2, 5-^^-3- (2, 4, 6 - h 
y ^fvW-^xvW) -70 [3, 2-b] 

7- (l-xf/P-yD^V) -5-^^-3- (2, 4, 6-by^ 
;^7x^) -7n [3, 2-b] tfy^V; 

4- (1 -a^/W-^Ptf^i/) -2, 5-v?^^-7- (2, 4, 6-h 
y ^f/l'-^znxvw) -6H-fc?nn [3, 4-b] fy^; 

4- (1-x^/n^i/) -2, 5, 6-hy.P<^-7 - (2, 4, 
6- by *f-A'-y=.=.A') -6H-tfnn [3, 4-b] tfy^; 

(l-^/U-^ufc^) - [2, 5, 6-fyp«^-7- (2, 4, 6- 
hy ^f/v-^ccxi/^) -GH-fan [3, 4-b] \?V 4 -4 JV] - 



[1, 5-^^/W-3- (2, 4, 6- by ^^/W-^oixi^) - 2 -^T 
- 4 -7fW ^-r ^- 7 — T A-] - (l-xf;l/-/o^) -T^y; 
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7- (1 -^jV-7ui£*i,) -1, 5-^^-3- ( 2 , 4, 6 - h 

4- (1-31^-^0 -2, 5-^^-7- (2, 4, 6- h 
y^^-^^^/U) -7P [3, 4-b] tfy^; 

[2, 5-^f-/W-7- (2, 4, 6- tf-A'-yas-JU) -7n [3 
, 4-b] tf y v^-4-^/Kl - (l-^^yW-^ntf/V) — T ^ > ; 

[2, 5-^^^/1—3- (2, 4, 6-hy^f/V-73:^V) -2H-f 
7)/p [4, 3-b] try^-7—f/W] - (l-xf/U-T'of/V) — T ^ 
^ ; 

7- (l-:c?vP-:/n#:*$/) -2, 5-^^-3- (2, 4, 6- h 
y ^^v^-?:*-/^ -2H-bf^yn [4, 3-b] fU^; 

7- (1 -^^/u-yn^^ri/) - 5-7^1/- 3- (2, 4, 
^-7x^;V) -fyfr^/p [4, 3-b] fys»; 

(l-^fyU-^ntM') - [5-^A--3- (2, 4, 

7x^) -^yfr/p [4, 3-b] try -r^v; 

(l-xf^-7PW - [5-^^-3- (2, 4, e-HMTyv- 
-3H- [1, 2, 3] hyr^/n [4, 5-d] W §S^-7- 
JA<] — T ^ > ; 

i^c^VW- [5-^^/U-3- (2, 4, 6-hyy^-7zi:^/U).-3H 
- [1, 2, 3] [4, 5-d] try SS^-7— f/l/] — T ^ V ; 

^/V- [5-^^-3- (2, 4, -3H- 
[1, 2, 3] hyrV'n [4, 5-d] If 9 $ 7 — < A-] --?xi\+jiV- 

-f^ ; \,-3L?*;\,- [5-^^/1/- 3- (2, 4, 6-hy^f^-7x^/V) 
-3H- [1, 2, 3] hy7/P [4, 5-d] f y ^^V-7-^/V] — T 

[2, 5-^^-3- (2, 4, 6-hy^^-7xX/W -tf^/n 



[1, 5-a] fcT5S3^-7— : -Vx.fA'-T ; 
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-f^fr- [2, 5-^^-3- (2, 4, 6-h^f/W7xr:/V) - 
f7/p [1, 5-a] try 7-^/1/] -^^U- X^>; 

y^vp-crfyl/- [5 -^A—3 - (2, 4 f 6- MJ 
-fcT^i/n [1, 5-a] try S$»'-7-*fyl'] -T^V; 

JC^- [5-^^-3- (2 f 4, -t^y 
n [1, 5-a] If y Sv>>--7— f/W] -^o f/W-T^ ^ ; 

[5-^^-3- (2, 4, 6-hU^^-7x^) -1^7 
[1, 5-a] t^y ^^y-7-^/P] -T*y ; 
[3- (4-^0-2, 6 -^5=71'- 7 ^/W) -5-^^-tf7 s /n 
[1, 5-a] \Z y S v^-7-^/W] - (l-^/U-^n^u) -T^V ; 

[3- (4-^DD-2, 6-^f/^7x^) -5-^fyV-lf7yP 
[1, 5-a] *i?y-7-J/V~\ - {\-^/V-7vX?jV) -T*y ; 

3- (4-^nn-2 f -7- (1 -xf/iz-yp 

-S-^A—tfyv'n [1, 5-a] ey^i»; 
8- (4-^pp-2, 6-^^-7^r:/l/) -4- 

-2-^^ L /U-lf7V f D [1, 5-a] [1, 3, 5] h\)Ti?y; 
(l-^^-^Dtf/l^) - [2-^A—8- (2, 4, 6-hy^^- 
7x^;v) -b'yyo [1, 5-a] [1, 3, 5] h ]) 7^- 4 — /W] - 

4- (l-^/l'-T/ptf^i') -2-^^-8- (2, 4, 6-hy^^ 
/l^-y^^/u) -fc^/n [1, 5-a] [1, 3, 5] hVTi?>; 

4- (l-^^vW-yntf*^) -2, 7-^^-8- (2, 4, 6 - b 
y^^-^o:^) -fc"^/n [1, 5-a] [1, 3 t 5] h])Ti?>; 
[2, 7-v^fvW-8- (2, 4, 6-h!J^^-7xx;l/) -f^p 

[i, s-a] [i, 3, 5] hyr^^-4— - (l-^/U-^ntT 

[1, 5-^^^/U-3- (2, 4, 6-hy ^f^-7i^) -lH-fcT 
[4, 3-b] fyi^y-7— f/V] - ( 1 -ai^/W-^o tT/W) -TS 
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7- (l-^/W-^n -l, 5-^^-3- (2, 4, 6- h 

y^f;V-7x^/H - 1 H-\fyVu [4, 3-b] 
7- (1 -xf/w-^o^^v^) -5-^^1—3- (2, 4, 6-h!M^- 

/u-^-aO -^yfryp [4, 5-bj ify^v; 

(l-^/V-^D^) - [5-^/1,-3- ( 2t 4| e-^j^^- 

7x^v) --fyfryn [4, 5-b] f y -r ^ ; 

1, 5-^^-3- (2, 4, 6- hy^^-7xx;V) -7- (1 - 
^/U-ynxK^fV) -lH-tfnn [3, 2-b] tryi^; 

1, 5-^^-3- (2, 6 -^^-4-^nn~7x^) -7- 
(1 -^/U-^utf*^) -lH-fnu [3, 2-b] ey^; 

2, 5-^^-3- (2, 4, 6-hy^f/U-7xx;U) -7- (l - 
^/V-^njK^rV) -1H-^dp [3, 2-b] tfy^V; 

2, 5-i?*7-/l'-3- (2, 6-^f/^4-^Pn-7x^) -7- 
(1 -ai^/lz-^n**^) -lH-tfnn [3, 2-b] fy^; 

7- (1 -i/^nyalf/M^-ynjK^fi/) -1, 5-v^^vl—3- ( 
2, 4, 6-hy^f/V-7xx/W) _ 1H _t> n p [3, 2-b] ^y^V; 

7- (1 -i/^n^cif/^^/V-yD^^r^) -1, 5 -^^-3- ( 
2, 6-vM^-4-^nn-7:c^) -lH-lfpn [3, 2-b] tfy 

1, 5-^^-3- (2, 4 f 6-hy^f7P-7x^) -7- (r h 
7t Kn-77y-3-^/^» -lH-t?nn [3, 2-b] fy^; 

1, 5-^^-3- (2, 4, 6-hy^f/U-7x^) -7- (S) 
- (rF7tKo-77y-3-W^» -lH-tfnn [3, 2-b] V 

1, 5-^^/V-3- (2, 4, 6-hy^^-^^^/l,) -7- (1 - 
^n^/V-^h*^) -lH-tfnn [3, 2-b] ^yi^; 

7-sec-yf/V^7r^-l, S-^^^-3- (2, 4, 6 - h 
y ^^-7x^/H -1H-Ifnp [3, 2-b] fyv?V; 
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S/*n:/afcr/M^/P- [2, 5-S?*?-/l— 7- (2, 4, 6 - h 'J 5vV 



-^-yw) -5H-fPP [3, 2-b] \f V SS*V-4— f/Kl -^ntf/V 

2- [1, 5-^^-3- (2, 4, 6-^*^-7*=^) -1H 
-fnn [3, 2-b] \f V 7 — </W7 ^ J ] V- 1 -*h- ; 

i, 5-^y^-7-^r;/!^v-3-^,'V'-3- (2, 4, 

f;U-7x^) - lH-f PP [3, 2-b] fJJi^; 

[1, 5-S^?7l'-3- (2, 4, * 3-^-7 x.-fr) - 1 H-f 

an [3, 2-b] If U ^V- 7 -WVW] -:x^vW- (2, 2, 2~bV7/\'* 

*s$xi-?ki*:)V*^)\,- [1, 5-^>^-3- (2, 4, 

- lH-ePD [3, 2-b] U f/u] -:/Pfcf>- 

T^V ; 

(1 -^jv-zfvVjV) - [5-p<3vW-3- (2, 4, 
^-/l/) -^fmt/n [4, 5-b] try^^-7-^/W] -T^ > ; & 

7- (1 -^/U-^n^v/) -5-^^-3- (2, 4, 

/u-^^^/w) --fyt^/p [4, 5-b] f9v*;/ 0 

i£<t 9 fawzmm* tc t * mm. z tiK k c r f k <t 9 fc^teii 
$tv^^^*tv^^, metc^^^v\ fe-sv^ (b) &m&mm, 

:iil:il±»5of?S, flS3Stt5o^ SM5o«> /WfcJ»/t#S^ 
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m%&mm t Ytogtx±v4n>x <h i v) mm. : 



.fctftlg (fct^T/W3-/w, =3fv, •-.B-fy, -own! 

JMWMHM'WMfctfcry- K ; h y a - K*vf n=iyfiTffi^» ; TWM** 
*V (ADH) ; ; ; ®S5fl.& ; ; dfabtts 

a-o^fi (fciitfjEs}6ig*jia4ff©iajftiii) ;mmn&-*.-Bvm®; 

MS* h ; jffrtftM ; ; W/WvHftttHW ; *»JB«Stt 
85* ; ; iSiiUEffi ; IHSR ; 5 o*tt67£ ; #*L* 5£ ; 

*«Htt*fc, t h«rd»fc«?L«l«K»v^ (a) CRFKSSti" ^r.i: 
fc±0*&K&H!fcSfcttiBi§-etSWS, rMcttCRFKii!JSf36*fcl±aeii 
r*t6CRSSiw!tV\ *>5V*tt (b) .j^KRf, 

A"¥- ; ^te*£|gg;S1ffittPSEg ; Wfi& ; KiSttKW ; fcflWMKfc* h u 

#PS$, r*ifctti»5op»» % «Btt3o*. ffiiHtjoi, <MBffl*#lHR 

^^3EH ; XttttB* ; fffltSK ; ; * h uaMMslHl ; ft ; 

HfttiABHBff. * n-v#f ; &tt*S8§ ; ffi«Ji§B!8ffi ; ft* ; Tffl ; * h 

; t (H I V) ; fctitlJ 
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JStt^f y- K ; h 9 3- KiM n = >®TS^P ; TJPWHI*^*^ (AD 



H) ^SttiE&iS ; BWtt ; ; ^ffi*Mg ; 

3Stf ; x h i'*ttStt^aflm*4ftfc^«BB* (fcfc h U' 

¥-S ; fc&tfK£iLBtt*>&SB&*L«B*tft£, WSfcttBifcl-SJWfeT? 
*k>T. *o*0.BSr£.Hii-5*f«t^, *<&B*©&BK:*r3!ifcftroa; I *>fls^ 
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5£i i. in, i vjoiutvsr^-t-sTiaoft^n, s: i <Dit£®>(o&f$, 



E ! :| E 

R R 5 



II III 



OH NH 2 

*J- .\E I i| .Z 




R 5 * R 5 



IV V 

Z.tlb<D&.'p y Tli^nn, :/n*, 3— K*fclt-OS0 2 CF 3 -e*)*) ; Wtt 
WA */W5/W*fctt-COO <C 0 -C 4 7VMf7l'). A, J , K, D 
, E, G, R 3 *5±0!R 5 t4S:i lCBiL.Tfl&ISIi)t^LfcfcOT?*)5. 

, A, B, D, E, G, J, K, R 3 . R s , ftblNcflljgSC I , II, III, 
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OH 




X I-N 

SJSggg 6 
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a 



NHR 8 



l-U, X^fcttO, Y = S 



X! 



I-L f X»S 

i-n, x»o 
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KfSg» 8 



I-V, D = NR 8 
I-U, 0=0 
I-X, D = S 



XIV 

R 20 = T-tx-h*fc(lCF 3 CO 




r-6 

aesBS 9 
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tv-f n-f 

|C*5^-CB*5-NR 1 R 2 *fcli-NHCR l R z R"-C*)5ft-a-W4> I 

&go#&T-e, #«&R{fc£&> fctttfcu (i) x cr-extt^o^ 

^n**fcll3-KT*5) *fcf*& (fcttlJp-TsOH (Ts = Fi'A') 

ffl^TtcK«?$-a:2,ri:lcJ;!9Kig-Ct5. roKJSK&LfclgJiirtt, DMS 
<K NMP, ^^/WT-fe hT5 K*5<tt/THFi5^^5. B H £g*3S 

•^-hy^A, h y ta^^t s >\ #y ^^^fctt-^hy >>a (c 1 ~c 4 ta'=» 

*«/H) , fc<fctf*i8{b^hy ^Afc&ffi^tS,, R 7 jW3F«§IS, fct*tf 

-coo (c 1 ~c 4 r^/U') $.iza.cNvhz>i§&. Bj&t±-mammm.t 
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*!>»>a, *fcrw-hy 9Atu<i^y *a (c 1 ^c 4 ta'3*S'K) ^ 

(I I) SfcHX7i?».ft> (0) MK. fcix.tfPd (OAc) 2 t>L 
<ttPd (PPh 3 ) 4 , j3±tf?«fe$*fc«t^?/U*^7-f y«ai, fct^L«2 

, {*J7 x.=-Mtxy 4 j) -l, l-tr-j-y^vw (B I NAP) <0# 

«ET"C* SlSS**ri:K:J:9IBS-c#«. fc6VH*^»P«LfcP d (I I) 

(binap) aaa^FflHt %<D&&\zwi>x*mm mm. 

ail^TB^-OCR^^ 11 , — S C R 1 R 2 R 11 ^fcfi— NHC R X R 2 

6ttfc5tBH0fts4*t\ BHfclftT'p (fci;fctf**flrt-hy 
^At>t<wt*ycrA, ^fcttWts^JSffiS, fct^rf^hy^A^y^ntr 



C 8 7^3^ ^nuxfr/W^ *<>*tf>\ ^i/V^ h/loi>\ N, N-S** 

f/^/wu* (dmf) , ^fc^i^, P9^;y* 
— x sot, ff*u<tt»5 0^j»i 8 0t:ojM^^S*arifcj:i!)« 

SlKfc^TB^-CR^R 11 , -C (C = CR 2 R 12 ) R\ -CR 2 R U 
NHR\ -CR 2 R n OR\ -CR 2 R 11 SR 1 ^/c«-C (O) R 2 "C*>a{fr& 



w&isrs-ehtti i \<ntt&mb. SR 2 *^tf^y =-^-/H*MISr> * 

fttt&SL fcirxtfTHF, A (g 1 yme) , ^.-v-frtHttti?**? 

tti oit&mmbtiz. w^^/w^/w-^fcs^i i \ <r>ik&y>t. sr 2 & 

3U (C*3VN-CB;JS-CR l R z R ll *fcl4-C (C = CR 2 R U ) R^feSfbg- 
£SK fcitli^Cl IC^V^TB^-CR 1 ' R 2 ' OHT 

VhZiK fcftTLR 1 ' ttR l -CI*<b9#1\ R 2 ' liR 2 -CI4fct)#<CV>) t. Wt 
. fct^«RK«rog«K4fctt^-y^ (Burgess) fci* 

'^y/ntrRis:****:. b*s-c (=cr 2 r 1x ) r 1 -?***; i wt&mmh 

*V5„ BiS-C(=CR 2 R u )R l tfc5ai ©ft£*«r*— tfldbrf?^?* ( 
Pd/c) *fcttz:iMke^tt^J; t) (c^cj ta^-a***-?** 
it 



-Tits BiJi-CHR'R^&SSl ©{b-g-t&JJSftfeilS. B*S-CR l R 2 OH 

, B^tL^H-CR 1 R 2 F*fctt-CR l R 2 C 1 I <D{fc-g#>##feft 

B:J5-COR 2 t?fo5S:i(0{b^Sr, fcirxtf (C,~C 4 ) 7 

A-# S -A-f K*5V >-C*tSf{b* ?§fH- h y l> A-CS5c1"5 i: , B » - C H R z O 
H "C fo 5 I 0{t&<to&'& btlZ. Bi5-CHR 2 OH-Cfc5i©Sl <£{b£-«3 
«\ t&S, fct^.«7Kiil^MJ!?A (N a H) ©ff&Tlcgtre, *fiH4&it 



{£7jv*>v (fcitSaJftm/i') ~?T/u*Mk-t'Z>t, b#-chr 2 o 
nc*5^TBdS-C (O) R 2 -e^^^-f5^^«r, a«o«?fitt«K, fc 

aifcRt^TBtf-C (O) R 2 T&S{fc£«W>?>, ^Udfc^TBtfS-C ( 
S) R 2 T»fc5{b^^O£&tt. £8^$m^Efc^«*ffi"C <fcfc*.tfn- 
(La we s s on) KSK*fctti«ft3 9 ^Srffllvt) 'fTOZk&XZZ 
o Btf-C (S) R 2 ^fc6^I<D{t^5£, BxftL fcfcfctf******-*- 

(fcfc*.tf9^ftr/U^/U) KJ^T/l^/Wfrt*^ B^-CHR 2 SR 1 -Cfc 



(DMSO) *tcteT±bT$ K) SrfflV^, SfcttflUvTte, 



, DMSO, DMFSfcfSTi? h - b V /^\C&^X , ^6 0-^18 0tW 
*-tKJCS*ari:fcJ:51JJS-cf s. 5U I (cjoV^TTj&s— O— S0 2 CF 3 "C 

V<D{t&®bWffim (C^CrTA***)' XtXfCu (I) T 2 (rr-CTfi^ 

U/K Tthy, fiffc^f U'V, THF, S^sMMH', h/Hc^ >^ 

^nacr^^ DMF X DMS OSfcteN-* ^vWtf p y i?S >> (NMP) 

S; i vcft^ftii, a«ft*vofl:-s*tffiffl«^ h y * a (n a no 2 ) £ 
vvffc, »*u<fir^h^hy/w (ch 3 cn) *fc«:r-feh^«fic*5v^r. 



fi-C, Pd (II) OAc^ttPd (O) (PPh 3 ) 4 S:ffl^-C, Sfcttffil* 
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m^xmw*#Wfr&%, fc£;itfDMF£fcfSco 2 (#;*£tf:iiK^T^ 

^x^y; (quenching) LT, I I I lC*JV^TWaS^;h^ 

^^x/ws^iSi-^c^c^/w^sic^Tc-e^^o Si-xvi i i \c 

*5l>TR 3 a^on, -COO (C 1 ~C 4 X/l'*A') £fcte-COOH 

SfctCizOR 3 ^ (C 1 ~C 4 TA'*A') , -O (C l ^C 4 T/^*A') , 

-s (c 1 ~c 4 r*/*A') T*5»«;i-sft-fr*fc**-cf «• Si-xvi i 
i^v>tr 3 ^-o (c x —c 4 r^/u) $fci*-s (c 1 -c 4 r^^) -c 

fct^«c 1 ^c 4 r/p*y-/v*fcttc 1 ^c 4 r/p^v^--/us: % 

-fhy ^AisJ:tf**ft^hyi>A^**uS 0 Si-xvi I 
I lC^V>TR 3 ^^/^n-CfcS>(t:^^ R 3 ^^pn-cfe^^-r^ft;^<!r 



^!)f!?Aff7t K9 K/H*Bffcr^~*A (L i A 1 H 4 /A1 C 1 ,) 



-co (c 1 -c 3 r/^/H v&z<t^z%ms&mvj$to<D&mmc£9m 

fett, KJtSfiKlJc^1-J:5^ avi-a©ft^t«R 3 c (O) CR 7 CO 

JE&^frc0W«£JlTOtO-C*>5 : a) #}) ]) >&tWM®i*Z> ; b) hju*> % 
^y*fctt**/^yf^ BSftfeSI (fcttUp-TsOH, e&KfcL<f*H 
CI (^) ) 0#ftT(^ f-f-y^^-^ (Dean-Stark) by 

x^^zc-x/W (Ph 2 0) t)L<lim-A (Dowthe rm) A c f , T? > 
SnC 1 4 , ZnC 1 2 /HC 1 £fcf*A 1 C 1 3 ^#ffiT^ 

I - a Oft^ttft^AWE«0*t6-C»a-T?# 5 (#J8 : Ga z 2. C 
him. I t a 1 . ; 111 , pl67-172 (1981) ; Chem. Ph 
arm. Bui 1 . ; 2 4 , 3001-3010 (1976) ; J. Or . C 
hem. ; 3 8 , 1777-1780 (197 3) ; Chem. Abstr, ; 
6 8 , 68982f (1968) ; Aust, J. Chem. ; 2 2 , 5 6 3- 
5 7 2 (1 9 6 9) ; J. Chem. Soc. Perkin Trans. 2 , 
pl 9 54, pl 9 5 7 (1 9 7 2) ; J. Heterocycl. Chem. 
;FR, 19, 443-445 (198 2) ; J. He te rocyc 1. Ch 
e 



m. ; 2_2 , 1496-1502 (1985) ; Tetrahedron ; 4 7 
, 4 6 3 9-4 6 4 4 (1 9 9 1) ; J, Heterocycl, Chem, ; 
2 8 , 2053-2055 (1991) ; J. Heterocycl. Chem 
. ; 2 9, 251-153 (1 9 9 2) ), 
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1 —c 4 r^/w) -efcs{b^«r, &§j&r 3 c (o) ch 2 coo (c^^r 

A"*7U) A"f *6fe. fc^tfSnC i 4> A1C1 3> T i Cl 3 tfcli 

znci 2 o#4Ti^ ithjM*j?x3xi*Lfiwe* mrmmm. 

mcmi&-rZZk\c£*)M&-C2Z 0 5tV-a*fcttI V-a' <D{t&®ZH 2 
O/ (C 1 -*C 3 77l'=»-/l') *^V^T38«T«C*BMb^h U *i»-C, 

S"C7Kg6{l:y^^A(c<i:*}SSfti7K5W»U WL^xmi 4 0-18 ot^Mfio 
»^*-e;»r* r k KX 9&*Art*isA>ttri-& k , ttW- b *fcf* 
I V-b^fb^«*5#6iX^o iNBMfe"<\ 5£V-a:fcJ;tfI V-a' (Ofk^fe 
«r3;i I-aOfk^tC, £fc5£V-b*5j;tfI v-bofk-g^^i I-b(D 

ft«*fc«»-c#s. a;i i-a©{b£»a>e>sti i - c ©fc^^oaafewu 
r 3 ^-coo (c 1 —c 4 r^yw) "C*>s<k:^ft*»e>R 3 ^c 1 ~c 4 r^/wc 

SSV I Ofc^tt3tilE«0*»-e«6"C* So (#E8 : L i e b i g s A 
n n Chem. , 1534—1546, 1979; Gazz. Chim. It 
a 1 . , 9 7 , 25 — 33, 1967; Gazz. Chim. I ta 1, , 1 2 
_0 , 725 — 730, 1990; Eur. J. Med. Chem. Chim. T 
her. , 2 6 , 143-158, 1991; J.Heteroc cl.Ch 
e. ; Fr, 1 9 , 443 — 445, 1982; J. Heterocycl, C 
hem. , 2 2, 1496-1502, 1985; J. Heterocycl. 
Chem. , 3 1 , 305-312, 1994; J. Heterocycl. C 
hem. , 2 4 , 2 4 3-24 5, 1 9 8 7 ; J. Org. Chem. ; 57 ,3 
713 — 3716, 1992; L i e b i g s An n Chem. , 170 



2-1710, 1984; Ch em/Ph a r m. B u 1 1 . , 3 4 , 7 0 1- 
7 0 2, 1 9 86; Pharmazie , 4 8 , 849-853, 1 9 9 3 ; _B 
ul 1. Soc. Chim. Belg. , 1 0 3 , 181-184, 1994; 
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1o&X fl n d i a n. J. Chem. Sect. B ; 3 3, 4 3 6-4 4 0, 1 
9 94) o 

s R&&L?&3\Z7lk*r£ 5l-x ^VlOit^t (R 3 CO) 2 0, R 3 COOH* 

<fi50~85%y vB&f-eMl-s £ t fc i 9 * * e a;v - b <o{t£& 

(O) CHR 7 COO <C x ~C«77l/*/l') ©aSJfcWSSS:, R 3 COOH» 

ai-N<Dft^«tt, saws ic^-r* 51c, #tf-r*ax©fc£*fcaEis 

St 1 - L*J J; I -MOftWltt, 6 ic^-T ± 5 K> 5£X I fc*5V*T 

) 2 <0ft^»^J:t«ttttt, fcWtfp-TsOHNHCU HBr, H 2 S0 4 
*5lvC, 1-1 0 3*<D*i#K:, «J70-»1 6 0toiS-c, :r^-y- 



a; i - k*j it; i -uw^fett, m-f^stx i (ott&totzti^ft v v * 

KOft^A^Ui^LTKit-fSCtAS-Cta. SIX I I 1 ofl:6tttt, *fj£:-f 
f) (fcttliNaOAcifcliNaOHMWiSt Kp^/V 

8F* L< «l3»SiSJSjia-CS£:$-a:5r t«c i «3KaS-Ct s$X I v<D{k 

•rs^x 1 wit&tto&zvevvi'&TFm&mm. fctiUDMF, dmso 

, NMP, XA-tfyvSfcliT-trhrS KfT?, #5) 8 0 1 8 0 twfiftfcjq 
S;i -Goft-a^tt, S(SfilS8fc*1-J:5lJ:, SfjsS-f-s^xv 1 iroft^ 

-/K T*h=MJyK h/v-i^ THF, ^b^^^^*7tttPffi*T?S7c* 

Sxv 1 (o{t&%>i>''t}£.x'v 1 1 tfHfc-g-^osg&tf;, S;vtc*5i>rw*sixr 
J -c a> 5 fb^-^A^ & b tfsr ftstftKHfticfte ifc&SJK?- **tr S-c*> *a 1 



-52- 



Jik&toZs 0-8 5%y y»*fctts 0-9 o%gtss. #sl< t*y 

&&tf>;«fcj*, ^T/<fc^£^y~^-/WS^£, tt0--tt2 StOJUrrNt 
-CHOStC^"T5fc«)0«:ScO*ffitt, THF, ^^i^Sfctt^-TVl/ 

SOft^FSttJftHE^ fcfcittf h^a^ C l ^C 8 TA'3-A\ THF, 

DMSO, ^*#*y*fctttr y ^ViffcBl^ Pd (II) SfcttPd (0 

t*Ltt%mV?-V&$SM, fcatft-BuLi, s-BuLilfcliBuLi 

a«ft#wy-K3k fcir^.«R 5 cHo-c^^>'^^^ur, sxvi 1 io<k 
^•Sr»srtlcJ:o«5STf$a. Sxix-aOft^it m«Sxvi 

o SXIX-aOft^MfiS (fc£*tf#$y:f*i^ 

^yynw^; KSfcttBuL i) ) bK&z^ m^xxm+im (tzt 
ttzMimm -v^^^^i-^ts stx 1 x-bic^-CR 21 a*-coo 
H-c*>5ft^»tf#e>tts. :£xix-c{;:*5^TR 21 as-c (oh) r 4 t$> 

o*«^t«-c^3:^^^ari:tej:i)«3t-c*a 0 axvi i<D{fr&ftfi 
Sxix-coft^pcc (^nn^aA^tfy >^i>a) Sr, 

5S1 i-d, 1 l-e&xifi i-f ic*3v>TT^^at3 % :/n^£fcria- 
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K-Cfet), HD, E, R=\ R 5 33.fcTJ<R 7 #^Ifc£SLfcfc<D^;fc5{b&® 

5dt*5t?t5, fcSv^ttSCl I-d~I I - t <oit^tiXWSM<oh(Otm 
WiXm-emt-rZ r. t 5 (#JB : Pharm, Bui 1. , 5., 229 
-231, 1957; Mo natsh Ch em. , 1 0 0 , 6 7 1-6 78, 
1 9 6 9; J. Heterocycl. Chem. , 3^, 218 — 220, 19 
6 6 ; Chem. Pharm. Bui 1. , 2 3 , 2891-2895, 197 
5 ; J. Heterocycl. Chem. , 8^, 1 — 6, 1971; Just 
us Liebigs Ann. Chem. , 7 35 , 35 — 44, 1970; 
Tetrahedron Lett. , 1479, 1968; Jo.fcl ECh em. 
Abstr, , 1939, 4 9 88) „ 

m* 1 {t¥%&<omm¥mz&® u 5 ssa-cayi-t-* r t c * 9 s. « 
r^=>/i-f^ ^sb&, ?-?i\*k, mm. 

t«a^to*T, llHllS4*fctt^&lHl»#-C§:S„ »flttj|BH¥ttK:fr'ftL-3 

*mmt£®ft%&MzitKftmfik mm*.mm, m at** 
mm*mm& l 5 a** y *> &&isiizmimjmt:, ft 

fctt, *3i>*:*-h!J*A, ^ffi*/v->^A*sj;o!y ^*/v->^A*ifa*w 
WWW*:, -t^tV, T/W*Vi&:fc<fctf#£<D«£-<!r-l'&£ 
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f 



MSfcttMffl, *6*l*fcH:6*, feJztrafSlcj; Qfl^J^tttumJhfl 

^=^HStt«rM3e-r*fc«>H:ttffl-e#S*«fe«:, Endocrinology 
, 1 1 6 , 1653-1659 (1985) ftZX fP eptides , 1 0, 1 
79-188 (198 5) fcE*t£*l,TV^ 0 I C 50 ffi£ LT^Ufc^ I <Dft^ 
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ain Research , (1997), 745 (1, 2) , 248-255 

n Y^m^X^*^ b/> ( L H NMR) *5 £tf C 13 ^^^*^* Y;v 
(C 13 NMR) li^-fD^DD^A (CDC 1 3 ) tp<D&mco%Wl& 

f-^&Btf h7^f;^>7y (tms) d^T^r^p pm-cs$tt 
So ^^^SrTI5^ori5®i-5 : s, -®9| ; d, HfilS ; t, Zfi& 
; q, E9fij&; m, b, (fiKlV 

^^S09*T^iTI5co^S:fflv^S : Ph = 7i^ ; i Pr=^ y^ufA- 0 

7- (1 7"P^^r-» - 5 — **f*jV- 3 - (2 t 4, 

—ygLZU/V) -t^7-/P [1, 5-a] fy^^ 

KiTHF lm 1 tp\C&VZ3-'<^#;*-/U (l 4 Omg, 1. 5mmo 
1) <£jgi££}&*6 0%7K^ft^hy (28mg, 0. 7mmol) T&SI 
U mm-ClO^mmWLtCo S£*gTHF lml *K&ttZ>7-?vv-5- 
(2, 4, 6-h!)^f/V-7x^l/) -b^/n [l, 5-a] 
l^'J^^y (75mg, 0. 2 6 2mmo 1) ^ffi^U #kftfc&£$5 

K^<fct«SffiUT, 3:7 

£9 r^g^^KLT, 7 5mg (8 8%) 0^{frg^£#fc e 

*H NMR (CDC1 3 ) 6 7. 97 (s, 1H) , 6. 97 (s, 2H) , 6. 03 (s, 1H) , 4. 56 (m, 1H) , 2. 53 (s, 3H) 

,2.32(s,3H), 2.13(s,6H),2. 10(m,4H), 1. 09(t, 6H)ppm. 

[2, 5-v^^vU-3- (2, 4, 6- MM^A^-^zylQ -fc^/p [ 
1, 5-a] fc»!J 7-^/1/] - (1 -*.^}V-7xi\?}V) -T*> 
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N-y y SV^lm 1 fK&ttS 7-^nn-2, 5-^^-3 



- (2, 4, e-hy^^/W-^a;^) -tf^/n [1, 5-a] tfy^i^V 
(6 0mg, 0. 2mmol) ^i;t;i-xf;^p (4 m i) 

g^*Hft^*«r«ftH#iU"C»fc 0 X H NMR (CDC1 3 ) 6 



6.96(s,2H). 6.00(d,1H). 5.77(s.1H). 3.47 (m,1H), 2.43(s.3H). 2.32{s,3H), 2.22(s,3H), 
2.05(s.6H). 1.5-1.9(m.4H), 1.04(t,6H) ppm. 

(1 -Ji^/l^-r/p tf/W) - [5-^^-3- (2, 4, gj^HMgyl^ZZ 

-VyVxi [1, 5-a] t^y^v?V-7-^^] -T^V 
N-^^fcTo 9i?yyiml «t»fc*5tt* 7-^nD-5-^f/v-3-(2 
, 4, 6-MJ^f;U-7x^l/)-e7/P [1, 5-a] tryS^V (19 
Omg, 0. 6 3mmo 1) &£.Xf\-x.*f-fr7xi\*A'TK> (4ml) 
•Sr, 1 2"5tJ«)tt»"Cl S^IBftUULfc. E^«J**-CK^f?Jt u ftB&^?- 

19 5mg (8 7%) 0«fc£**|ft&Sft:j: lt#fc e 



'H NMR (CDCI 3 ) 6 7.87(s,1H). 6.97(s,2H) ( 6.12(d,1H), 5.85(s,1H) l 
3.52(m,1H), 2.48(S,3H), 2.09(s,3H), 2.16(s ( 6H), 1.6-1.9(m,4H), I.QS^eHJppm. 

7- (l-xf/^/p^^j/) -2, 5-v^?VU-3- (2, 4, 6- by 
*J~j\s-y^~;V) -MyVu[\ 9 5-a] t^y^^V 

DMSO 4ml fl^l^i^ 6 0%*iftt h y !)A (16 Omg) <D& 
mmz, /—/V (8 5 3mg) , 7 - n u - 2 , S-i?*?- 

/P- 3- (2, 4, 6-h!i^f/W-7x=;l/) -^7)/d [1, 5-a] fy 
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(5 8 omg) SrgareaaraLfc. z<d^^ s s^c-mumLtzo 
a^**-cR*»jtu ss^-caaifco *r«®«:?a»*3«kt/»»gL, 



'H NMR (CDCJ,) <J 6.96(s f 2H). S.^s.lH), 4,52(m,1H), 
2.48(s,3H), 2.33(s,3H) f 2.27{s,3H), 2.03{9 ( 6H), 1.75-2.00(m,4H), 1.08{t,6H)ppm. 

[2, 5-$?jt»/P-3- (2, 4, 6 - h g -fcTys/P [ 

15 -a] ¥V 7 -xf/^/p^w-y^y 

, 4, 6- hy ^^/V— [l f 5-a] (20 

Omg, 0. 6 6mmol) *5<fctW-:/P \f/U^/UT 5 ^ (2ml) 0>jE^ 

LT, 1 5 0 m g (D«Bft:«4b«rlinftfk6ott £ LT^fCo 



'H NMR (COa 3 ) <f 6.95(s,2H), 5.80($,1H), 3.85(q,2H), 3.67(dd,2H), 
2.41(s,3H) f 2.32(s,3H), 2 ; 21{s,3H), 2.03(s,6H), 1.76<m.2H), 1,29(t,3H) ( 0.98{t,3H) ppm. 

[6-yp^e-5-yp^e7<^-3- (2, 4, 

-3H- [1, 2, 3] hyr/P [4, 5-b] (1 

T-fe h-hy/H 6ml *\Z»tt*mtm? t f'fl' (l l 9mg, 1. 15mm 
o I) *5<fctfCuB r 2 (2 0 5mg, 0. 9 1 9mmo 1) <Dt8Wi\Z. s N4- 
(1 -^/W-T/PtVu) -6->f/^-N2- (2, 4, 6 - h y ^A— Z7 
atzz/U) -tfy^V-2, 3, (2 5 Omg, 0. 7 6 6mm o 

1) «rWHLfco #e>MS^ft*6 5tl:i. S^KiPiaufc. A&tt*£& 
IdftfllU 2N HC1 (1 6ml) fcWWLfc. fi£ft*2N NaOH^ 



»fe©tt*»fc. 1:1. ^**^:I»*^t»WMfc UT«^*^»#y 

6 lmg(0 [6~yn^--5-^n^p«^W-3- (2, 4, 6- h0 
7x^;H -3H- [1, 2, 3] hyr/P [4, 5-b] fcT JJ i^i^— 7 — f 
- (i-^/^^ptf/U) -TS>\ eftltfitUT, 8MU2 3-12 

5t: 



'H NMR (CDClj) 5 7.06<s,2H). 5.53<<1.1H), 552(m,1H) t 
4.67(s,2H). 2.39(s,3H), 1.96(s,6H), 1 .6-1 .9(m,4H), 1.06<t,6H)ppm 

*5<fctf 

103mgO [6-^n^~5->f;K3 - (2, 4, 6-hy^f;l-7x 
-AO -3H- [1, 2, 3] h!J7/p [4, 5-b] try S^- 7 -- <f /W] 
- (l-ai^/pw-^Btf/p) -7S^ Gfe@ft£LT, BMU 15-11 7*0 



'H NMR (CDCy 6 7.04(*,2H), 
5.36(d,1 H). 5.21 (m.1 H). 2.64(s,3H), 2.38{s,3H), 1 .95(s,6H) f 1 .6-1 .9(n\AH), 
1.05(t f 6H)ppm. 

(1 -Jif-zP-^P^) - [5-^^-3- (2, 4, 6-hV 
-3H- [1, 2, 3] [4 t 5-b] 

] -T ^ V 

^TKT^h-hU^ (1 6ml) +\CftttZ>Wm8t7 s ?/l> (1 1 9mg, 1. 
15mmol) *><J;tW4- ( 1 -ai^/l^- :/n fcT/l/) »6-^f;V-N2- ( 

2, 4, -fy^v-2, 3, (2 

50mg, 0. 7 6 6mmol)(Dil^ 6 5lC(:2»iftlto 
SrSfilCflWjIU 2N HC1 (16ml) &fe&Dlfc 0 j|^2N NaO 
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H^feiKS t LTl#fco 1 3 1 - 1 3 3 °Co . 'HNMR (CDCy <5 7.022(s,2H), 
6.20(s f 1H), 6.44(d,1H}, 3.6S(m ( 1H) § 2.50{s.3H). 2.36(s,3H), 1*96{$.6H), 1.6-1 A(m,4H) ( 
1.03(t,6H)ppm. 

5ttft«8 

[6-^n^-5-^f^-3- (2, 4, 6-bIJp<^-7^^) -3H 

- [i, 2, 3] hyr-yp [4, 5-b] tfyi^-7-^K) - (i-j^ 

(1. 5ml) ^i-ifctf £ [6 -^P*- 5 3 - (2, 

4, 6- by **r?\s-y^~>\>) -3H- [i, 2, 3] hyr/p [4, 5- 

b] lfy^V-7-^/V] - ( 1 -^/W-y^n fcVl/) -TSV (5 0mg, 0 
. 12mmo 1) ^gfc ^fyf0 2. 5M n-BuLi (0. 14m 

i) ^-7 8t:-c^Lfco -78^1 oftmt%Wvtz&, z.<DWL&~esVik 

t^/UO. 5mlSr^L, mmz^-Vm^, 15^ 2l$ffiJt#Ut> 
AtfWBLT, »fe<0«4 6mgS:»fc. 1:1 ^na^MiA^g 



'H NMR (CDCI 3 ) <J 7.04(s,2H). 4.35{m,1H) f 3.32{s,3H), 
270($,3H), 2.38($,3H), 1 .94(s,6H), 1 .7-2.0(m,4H), 1 .01 (t,6H)ppm. 

7- (1 -jc^/U-^p^^) -5-^^/U-3- (2, 4, 6-hy^^/W 
j.n/V) -3H- [1, 2, 3] h!J7/P [4, 5-b] 
T-fe h^h P/Mm 1 *Kl*5tt54- ( 1 -a^/P— sl?*^) -6-^ 
/U-N2- (2, 4, 6- bV ^^—y^^/V) 3-^7^ 
y (5 0mg, 0. 15 3mraol) fcit;M^;M2 4mg, 0. 2 2 
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9ramol) 6 5 tfc 2 I^IBJOJR Ufc. ligR^O. 13ml 

^yy^i-icX^) ZVmZmmLX^ 4 6mg (88%) <03fflffrS*«:jBJtfSfe 



? H NMR (COO,) * 7.04(s,2H), 6.60(5,1^, 
5.26(m,1H), 2.57(s.3H), £38(3,31^ 1-94{8 t 6H), 1«8-2.0(m. 4H), 1j07(t,6H) ppm. 

m&mi q 

4- (1 -2, 5-^p<^/U-7- (2, 4; 6-hU 

T^A— ^a^/lQ -5H-bfPP [3, 2-d] ¥}) 

|£j^THF^^4olt5 3-^<V^y— (0. 0 9ml, 0. 8 8 3mmol 
) <t>f$mz, i^60%NaH (20mg, 0. SOOmmo 1) SrjfeJniU 5 
4MB«#Lfc. S^THF*K*3tfS4--*nn-2, 5-^^-7- (2 
, 4, 6-M)^f;W"7x^/l/) -5H-fdP [3, 2-d] fcT9 ( 
50mg, 0. 16 6mmol) (D«^*Kfcfi£«k:SHJO U f»&*l,fc»£» 
*2#wa*»«Ufc. iS^«r*T?Sfi?ffihL, Btx^r»HLfe. 

t L"C»fc Q 



'H NMR (COCy 6 6.92(3,3H), 6.43ftn.1K), 
4.02(s.3H). 2.56(s,3H), 2.29<s.3H), 2.08(s,6H), 1 .80(m,4H), 0.99<t,6H). 

mmm n-14 <omm{t&m*. mmm 1 o k3b« t>o t w«**»t? 

, 4-^np-2-^^-5-Ift-7- (Eft- 7 * =71") -5H-tfnn 
[3, 2-d] ¥V v^t{i7-^nD-5->^-l-t^3- (g 
»-7x^) -lH-tfnn [3, 2-b] :fc ±lfi«0fc7A3- 

HifegUi l 

(±) -2, 5 -S^^A-4 - (fh7fc Kp-77^- 3 — ( JV***s) - 
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7- (2, 4, 6- hV *^jV-y*~M -5H-tfPP [3, 2-d] tfU 

'H NMR (CDCI*) tf 6.95(3.1 H). 6.92($,2H). 6.88(m t 1H), 3.*4.08{m,4H) t 
4.01 (s,3H), 2.66{s,3H), 2.29(3,3H), 2.2-2.4(m,2H), 2.07(3.6H) ppm. 

asm 2 

2, 5-v ? >^-4- (S) - (fh7bKP-77V-3-W^) - 



7- (2, 4, 6- hy^f/v-7x^;l/) -5H-^pp [3, 2-d] f!J 

'H NMR (CDCI,) 6 6.95(s,lH), 6.92(s,2H), 5.88(rtl,lH), 3.94.08(m f 4H). 
4.01 (s,3H). 2.56(3,3H), 2.29(s,3H), 2.2-2.4(m,2H), 2.07(3 ,6H) ppm. 

jBBW 1 3 

2, 5-^^-4- (l-yptf/W-^h^r-» -7- (2, 4, 6 - 
}^-}V-y -5H-tfPP [3, 2-d] tfU * 



T H NMR (CDCy tf 6.93(s,2H), 6.92(s,1H). 5.58{m.1H). 4.02(s.3H), 2.66(s,3H), 
2.29(s,3H), 2.09(s,6H), 1.6-1.8(m,4H), 1.4»1.6(m t 4H), 0.96{t,6H)ppm. 

jftftWl 4 

4-sec-/f/^77^V-2, 5 - ^VU- 7 - ( 2 , 4, 6 - h V 
t^fr-yx.^/V) -5H-t^PP [3, 2-d] ¥V ^i?y 



*H NMR (CDCU 6 6.97(s,1H). 6.94(s,2H), 4.34(m.1H), 4.13(*,3H), 2.63(3,38), 
2.30(3,3H) ( 2.07(3 # 6H) f 1.7-1,9(m t 2H), 1.48(d # 3H), 1.09(t,3H) ppm. 

nitm 5-1 8 (D&mit&m*. rmo^mvmm^thit 9 

DMSO (2m i) ftC&ttS, 4-^ao-2-^f/U-5-ffift-7- ( 
iS-7x^)-5H-fPP [3, 2-d] If V ^^fclty-^P^- 
1, 5-^^-3- (2, 4, 6-h!i^f/W-7x^/V) -lH-fcTnn 
[3, 2-b] \f V *S>-6-*A'tfl'W?A'*X J r/l' (lmmo 1) % *5j; 
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7- (g^-^oi^/P) -5H-^dd [3, 2-d] try SS^ifcH^-T 

/w^r^y-i, 5-^fvw-3- (2, 4, 6- him**'-:?*^) 

-IH-^pp [3, 2-b] y S^- 6 -^tfVBM ^kc^/MB*** 



[2, 5->M?VU-7- (2, 4, 6-hy^^-7xn;l/) -5H-^P 
p [3 t 2-d] ¥V 4-«{ /l>] - {l-^;v—-fxi^jv) -T^V 



'8 NMR (CDCIJ S 6.91 (s.28), eJCfs.lHJ^^Kd.lH.NHJ^.SS^IH). 4.04(5,38), 
2.49(8,38), 2.28(8,38), 2.09(s,68), 1.72(m,28), 1.60(m,28), 0.98<t,68)ppm, 

zf^fV- [2, 5-i?;*?VP-7- (2, 4, 6-hy^^-^ji^/W) -5 

H-t^pp [3, 2-d] t p y^^-4->r^3 -3i^-r 



'8 NMR (CDCI,) 6 6.96(8.1 H). 6.92(3,28), 3.93(8,38). 3,44(q,28), 3.40(m.28). 
2.57(s,3H), 2.29(8,38), 2.09(s,68), 1.57{m.28), 1.30(m,28), 1.14(t,38), 0.88(t,38)ppm. 

mmmi 7 

2, 5-^^/w-4-^r-/y ^^-3-^r/u-7- (2, 4, 6-hy^ 

A—y^/U) -sh-^pp [3, 2-d] 



'H NMR (CDCW * 7.03{s,1H), 6.92(s.28), 4.78(8,28). 4.02(3.38). 3.96(m.28), 
3.18<m,28), 2.56(8.38). 2.29( i 38), 2,06(3,68) ppm. 

%mm 1 s 

7- (1 -ji^vw- yp^/ur ^y) -1, S-^^^W—3- (2 f 4, 6- 
hyy^P-^^^/W) 'lH-t^PP [3, 2-b] ¥})i?y-6-%/U7$y 



'8 NMR (CDCIJ <J 6.98($,1H), 6.93(8,28), 5.40(d,18) ( 3.97(8,38), 3.91(8,38), 
3.35(m.18), 2.57(3.38), 2.30(s,38) f 2.09(8,68), 1.52(m,48), 0.87(1,68) ppm. 

mmmi 9 

7- (l-xf;V-/p^7^y) -1, 5-vO<^-3- (2, 4, 6- 



t^tV-y^-fV) -1H-^pp [3, 2-b] ^!Ji?>-6-;fr/Wf^ 

m 



-1, 5-^^/1—3- (2, 4, 6-h^f/^7x^) -1 H-fu 
n [3, 2-b] ^y^^-6-*/W^>ffi/^^^/U*5j:^NaOHCO® 
-^f&iSSSLfco #f>^S^S:2N HC 1 T?p H 4 - 5 K&tt 



'H NMR (COCI a ) 7.02(s.1H). 6.82(s^H), 3.98(s.3H). 3.78<m,1H) f 2,59(3,38), 
2.07(s,3H). 2XX>{s,6H), 1.64(m.4H) f 0.90(t.6H} ppm, 

[1, 5-^^-3- (2, 4, 6-hy^f;i^7x^;u) -lH-fcfn 
P [3, 2~b] IfV - (1 -J^/W-T'p fcVU) -T^V 

7- ( 1 \f;VT ^ / ) -1, 5-S^fvl"-3- ( 2 , 4, 6 

- h V t^/V-yx.-fr) -lH-tfnn [3, 2-b] 
^m<D&£®)$:, 15 0-16 O^cott^^^, -f'<X<DM%yo'M;t>m%£tiZ 



'H NMR (CDCI,) 6.94(s,2H). 6.87(s,lH), 6.15(s,1H), 
6.10(d,1H), 4.24(s,3H), 3.50<m,1H), 2.64(s,3H), 2.30(5,38), 2.Q5(s,6H), 1.77(m.4H). 
1.02(t f 6H)ppm. 

4- (2, 4 t 6- hV ff-JV-yx.-JV) -2H-i^7 > /-^- 3 — 

^fy20ml^(t53-^y-2- (2, 4, 6-Hj;*?Vl— 7 
s^AO -^P^hyyv (2. 300g, 12. 3mmo 1 ) , *fPt K9 
i^V (0. 9 3g) *5j;tf*ftK (1. 5 5ml) tf>i&<g-fe£r, 4. 5^ffl^JfR 
i&ffi Lfc 0 aS^4&&^i&K&£p U 1 8 . 5 %H C 1 5 0ml *%kM 
Uc 0 -^if^/l^lffiU 18. 5%HC 1 -CSttfflLfCo tK^^^TtK 
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$tm<t&<& (0. 2 56 g) SrHfeBfft UT^fc, "OifVJIfcMSU *n 
a jJvW» * 5 % * 9 / -tv*mm t UTffl ^Xi/V* VK>1i y Mz i. •> fijfij L- 
■C, 4 5 0g©3cj@{t£-«j£#fc. 



'H NMR (CDO,) 6 

7.24(«.1H). 6.95(s.2H). 4.7B(br8.2H). 2.32(s.3H).2.13(s f 6H) ppm. 

5-;<9vt— 4- (2, 4, 6- h!M7vW- 7as;W) -2H-I^7'/-A- 

$Uit^AlcgEetfctwi:^««:*iS^ 3-**y-2- (2, 4, 6-h 



'H NMR (CDC!,) 6 7.7{brs,1H). 6.96(s,2H). 2.32(s,3H), 2.13(s,3H), 
2.06{s.6H) ppm. 

2, 5 — fvW- 3 - (2, 4, 6-hy^^-7j-/V-) -AH-MyV 
n [l, 5-a] try $-^^-7-^-^ 

T-tr h6t®M?vW (0. 3 8ml) Sr. gt$4m 1 "WcfcltS 5 -tfjv- 4 
- (2, 4, 6-h!I^f/W-7s=^) — 2H-f 7 V'-A— 3-f;U7?y 
(6 4 1mg, 2. 9 8mmo 1) ©Ml:SJllLfc, ^<DBJ&m&tto*--&M 
S&iSilELfc. ifi^«)Sr»«fS:HU t>Bu*,\,j»<$5%*f> ;-,v$;tetmii\, 
xm^Z>'>))*y**yJ>-?v? K^77^-jcJ;t3«eifeSreS!tT, 5 60 
mg (6 5. 5%) (D^mit-^m^^MWt lT#fc. 



'H NMR (DMSO-d,) «J 11.7{s.1H). 6.98(s.2H). 
S.E2(s,1H), 2-29(s,3H), 2^0(8,3^. 1.97(s,3H), 1.95(s,6H) ppm. 

5-^^-3- (2, 4, 6-h!)^»/V-7xs;|/) -4H-t > 7> r ti [1 
. 5-a] $j£V-7-g> 
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T±bgm*7-A' (0. 7ml) ft® 5 m 1 ^KfcttS 4 - (2, 4, 6 
-hy^f/^-7x^) -2H-^7/^-3-^f/V7^ (1. 1 2 0 g 
, 5. 5 7mmol) ^SffildSaiDt, #&*lfc»3*«r 2 0 MilOJRBI* Lfc. 



7 3mg (4 5. 2%) 0>&JB{fcg*«r &fe*Si& £ LT*#fc. 



'H NMR (DMSO-dJ J 
11.9(s.1H). 7.7(s.1 H). 6.95(s.2H). S.55(s.1H), 2.25{s,3H). 2.20(s.3H). 2.0{s,6H)ppm. 

7-^PP-5-> fvW- 3 - (2, 4, 6-hg^f^7a=/P) -f?/ 
o [1, 5-a] 

POCl 3 9m 1 tf»C*J(t5 5-p<^/W-3- (2, 4, 6-MJ;*?vl'- 
71=*) -4H-f7 > /P [1, 5-a] fl> 5i^>--7-^^ (5 9 Omg 
, 2. 2mmo 1) «!g}SjS«r^3:^/wr= !) V (0. 7ml) -C&SU 

?r»5?L-C, 5 9 Omg (9 4%) <7>SJg{fc£-&«r£tfe0#£ Utffc. 



'H NMR (CDCI,) 8.08(s,1H}, 6J98(s£H), 6.86{s,1H), 
2.66{s.3H), 2.33(s,3H), 2.09(s,6H) ppm. 

7-i»PP-2, 5-i?.*fyW-3- (2, 4, e-hil^fA'-?!^) - 

^-/p [1 5-a] try 

K5g^ElrfB®Ufct)<0£H^/i*fer. 2, 5-*J*ffr- 3- (2, 4, 
6-hy^f^-7x=^) -4H-f 7'/n [1, 5-a] fU5-^y-7- 
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'H-NMR <CDCI,) 6 6.98<s,2H), 677(s f 1H), 2.61 (3.3H), 
2.33(s,3H), 2.31 (S.3H), 1 .99{s.6H) ppm. 

2, 5-^^-7- (2, 4, 6-hy^^-^3:^) -5H-ePP 
[3, 2-d] ^y^V-4-:*— 

It® (0. 0 lml) *i-*5<t^3-T^/-l-^^/W-4- (2, 4, 6 



-h!)y^-7x^l/) - lH-tfn-^-2-*^#=h!l^ (0. 4mm 
o 1) :fcj;t«&7kftl6 (0. 0 4 3ml) ^T©ffl»»»»iB* 

ztbZx-ctof&mmLito ra&a^ftsrfiiBeHbfco ^e^&TK-csiS^ifcL 

$>£8 5%y >®0. SmlCSSU 1 3 Oleic l^ra»L^ 0 A64fe«r& 
»U fcjjcfcttAU H#3&safe^<5*TaB*Lfc. ::<D@#£5i§LT2, 5- 
(2, 4, 6- hy^^-7a:^W) -5H-fcTpn [3, 2 
-d] try /w«r#fc 0 tfcJiif^Sofc^cDSU&ttttffl&lcJ:^ 



'H NMR d (CDCy 6.92(s,2H), 6.88(s,1H), 4.14(s,3H), £43(s,3H), 2-29(s l 3H), 
2.09 fe.6hn . 

2, 5 -i/7<^/W- 7 - (2, 6 -^f;l/-4-^nn-7xn;l/) -5H 
-tTnn [3, 2-d] tf 5 * i^V- 4 

2, 5-^^-7- (2, 6-^f^-4-^n^-7i^) - 5 H 
-tfnn [3, 2~d] Ify 5^-4-*—^ 

2-^^-7- (2, 4, 6- h y>f;u-7x^) -5H-fno [3 
, 2-d] IfJJ 4 

2-^^-7- (2, 6-^f^-4-^n-7x^) — 5H-fcTn 
a [3, 2-d] try .SS^-4-**- 

2-^^-7- (2, 6 - fvu- 4-^^-7^ -5H-fc* a 



n [3, 2-d] f 

2-^^-7- (2, 4, 6- MJj^^/W-^ai^/W) -5H-fDti [3 

, 2-d] tf y 5^>-4-^-/U 

»6wh 

4-^PP-2, 5— ^77^-7- (2, 4, 6-h^f/U-7x^/U) - 
5H-tfPP [3, 2-d] fU^i^ 



POCl 3 (1. 3mi) fl:m2, 5-^f/V-7- (2, 4, 6- 
h U^f/W-7x^) -5H-fpa [3, 2-d] fcT»J 

(immo 1) (om&m*. r^roiw»*K*tH*s*L«*r ( i~3^pra) 



'H NMR (CDCI 3 ) 4 7.18{s,lH), 6.95($,2H), 4.16(s,3H), 2.69<s,3H), 2.31 (s,3H), 
2.05(s,6H) ppm. 

7-T^y-l, 5-i^^-3- (2, 4, 6- hy^/V-?:*:-/^ - 
lH-^PP [3, 2-b] ¥}) i?>-6-*/U>tf>at*?-A>M7'A' 

1, 2-i^^na^^^tfiic^ttS 3-T^/-l-y^/W-4- (2, 4, 
6 - h !i^f;U-7x^) -lH-tfn-/W-2-#/l'#^y/l' (2mm o 
1) % Tir Yffiktf-tV (4mmo 1) joAlfSnC 1 4 (4mmo 1) <Djg-& 
fe£r, i--<T<Da^lf^?H# **t5 * "Oft 6 ttRAlftStt Lfc, A&**r-fc 
h^-CEJC&ffiLU fiftNaHC0 3 -ejfi£ttfcU RVvCir?^ h (C e 1 i 

ttBLT, 7-T5/-1, 3- (2, 4, *^~y 

zr;^) -iH-lfnn [3, 2-b] tf U 6 f/Wx^f 



, H NMR (CDCy 6 6.91(s,2H), 6.85(s,1H). 6^8(brs^H). 4.10(s.3H)i 3.89(s a 3H) a 
2.62(5,3H). 2.28<s,3H) f 2.09(3,6H) ppm. 
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taawj 

7-7u*-l, 5-*S*<?A>-3- (2, 4, 6-M) *^?V-7=.~)V) - 
lH-lfnp [3, 2-b] V}) i?>-6-*A'tf>8t*?-A'=.X7-A' 

r-t h^hy^ic*5tt5 7-r^/-i f 5-^^-3- (2, 4, 6 

- h y^f/V-7x^/V) - lH-fDD [3, 2-b] ^!)^y-6-^ 
^SM^vKx^tvI' (lmmo 1) % mmmn-y^/U (BuONO) (1. 5 
mmo 1) *5£tfCuB r 2 (0i&<g^£ % t'^TcOtti^W^tHS^HS^-C 6 



o-yo^^^t/co S^^TSiS^itu, ^^/w-ettwufco *rt& 



'H NMR {COCy J 7.00(s,2H), 4.45(*,3H), 4.03(s f 3H), 2,51 (3,3H), 
2.34<s,3H). 2.12(s,6H) ppm. 

2, 5-^^/W-3- (2, 4, V 

/w) -lH-tfnn [3, 2-b] U i^v- 6 ^vv^Tvub 
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[MMHEtte] 



INTERNATIONAL SEARCH REPORT 



PCT/IB 97/98922 



A. ClASSHCATIOM OF SUBJECT MATTE R 

IPC 6 C87D487/04 C97D471/64 A61K31/505 A61K31/435 
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